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chain nodes : 

7 8 9 12 19 20 » 
ring nodes : 

1 2 3 4 5 6 10 13 14 15 16 21 
chain bonds : 

6- 7 7-8 8-9 9-10 9-12 19-20 19-21 
ring bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 10-13 10-16 13-14 14-15 15-16 
exact/norm bonds : 

7- 8 8-9 9-10 9-12 10-13 10-16 13-14 14-15 15-16 19-20 19-21 
exact bonds : 

6-7 

normalized bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 



G1:0,N 
G2:0,S 
G3:C,N 
Match level : 

1:Atom 2:Atom 3:Atom 4:Atom 5:Atom 6:Atom 7:CLASS8:CLASS9:CLASS10:Atom 12:CLASS13:Atom 
14:Atom 



1 5:Atom 16:Atom 19:CLAS20:CLASS21 :Atom 22:Atom 
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=> d his 

(FILE 1 HOME 1 ENTERED AT 11:12:32 ON 20 MAR 2007) 



FILE 1 REGISTRY f ENTERED AT 11:12: 43 ON 20 MAR 2007 
STRUCTURE UPLOADED 
10 S LI 
326 S LI SSS FUL 
325 S L3 AND CAPLUS/LC 
1 S L3 NOT L4 

FILE 'CAPLUS' ENTERED AT 11:13:20 ON 20 MAR 2007 
6 S L3 

FILE 1 REGISTRY 1 ENTERED AT 11:13:47 ON 20 MAR 2007 
FILE 1 CAPLUS 1 ENTERED AT 11:13:47 ON 20 MAR 2007 



=> d 11 

LI HAS NO ANSWERS 
LI STR 



LI 
L2 
L3 
L4 
L5 



L6 




1-2 



Gl 0,N 
G2 0,S 
G3 C,N 



Structure attributes must be viewed using STN Express query preparation. 



=> d 15 

YOU HAVE REQUESTED DATA FROM FILE ' REGISTRY 1 - CONTINUE? (Y)/N:y 
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L5 ANSWER 1 OF 1 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 735260-81-8 REGISTRY 

ED Entered STN: 30 Aug 2004 

CN 1-Piperazinecarboxamide, N- [ [2-methyl-4- [ (5, 6 f 7, 8-tetrahydro-4H-thieno [ 3, 2- 

b]azepin-4-yl) carbonyl] phenyl] methyl] - (9CI) (CA INDEX NAME) 

MF C22 H28 N4 02 S 

CI COM 

SR CA 
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NH 




CH2 



C=0 



PAGE 2 -A 




**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 
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=> d ibib abs hitstr total 16 
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L6 ANSWER 1 OF 6 CAPLUS COPYRIGHT 2007 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR ( S ) : 



PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2006:195980 CAPLUS 
144:274313 

Preparation of tetraaza-benzo [ f ] azulenes as 
vasopressin Via antagonists 

Andrzej, Roman Batt; Baxter, Andrew John; Heeney, 

Celine; Stockley, Martin Lee; Bryan Roe, Michael; 

Hudson, Peter; Handy, Rachel 

Ferring B.V., Neth. 

PCT Int. Appl., 463 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND 



DATE 



APPLICATION NO. 



DATE 



WO 


2006021213 




A2 




20060302 




WO 2005- 


DK540 




20050824 


wo 


2006021213 




A3 
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W 20050824 



OTHER SOURCE (S) 
GI 



MARPAT 144:274313 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The title compds . I [G = NR5R6, II-V; Al = CH2, CH(OH), NH, N(alkyl), O 
and S; A2 = CH2, CH(OH), C(O), NH; A3, A12 = S, NH, N(alkyl), etc.; A4, 
A13 = CR9, N; A5, A14 = CR10, N; A6 = CH2, NH, N(alkyl), O; A7, All = C, 
N; A8, A9 = CH, N, NH, S, etc.; A10 = CH:CH, CH, N, NH, etc.; the ring 
constituted by A7-A11 is aromatic; R1-R3 = H, alkyl, O(alkyl), N02, F, CI, 
Br; R4 = H, alkyl, aryl, heteroaryl, etc.; R5, R6 = alkyl, aryl, 
(CH2)f-aryl, (CH2 ) f -heteroaryl; R9, R10 = H, alkyl, alkoxy, etc.; W = O, 
NH; X = (CH2)m, C(O), SO j ; Y = O, S, NH, N (alkyl); a, f, j = 1-2; m = 0-2; 
with provisos] which are vasopressin Via receptor antagonists, were prepared 
and formulated. E.g., a multi-step synthesis of 4- (3,3- 



Page 4 



10/541,460 



dimethylbutyl) piperazine-l-carboxylic acid 4- (3, 6-dimethyl-4 , 10-dihydro- 3H- 
2, 3, 4, 9-tetraaza-benzo [f ] azulene-9-carbonyl ) -2-f luorobenzylamide, starting 
from 4- ( tert-butoxycarbonylamino-methyl) -3-f luorobenzoic acid and 
3, 6-dimethyl-3, 4, 9, 10-tetrahydrb-2, 3,4, 9-tetraazabenzo [ f ] azulene (prepns . 
of the reactants was provided), was given. Compds . I were assayed to determine 
their ability to inhibit the cellular consequences of AVP stimulation on 
intact cells. In the assay, compds. I cause significant inhibition of 
cellular activation at concns . of 30 or less. Preferred compds. I 
cause significant inhibition at concns. of 300 nM. Pharmaceutical compns . 
of the compds. I are useful as treatment of dysmenorrhea. 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of tetraaza-benzo [ f ] azulenes as vasopressin Via antagonists) 
RN 877843-67-9 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l, 8-dimethylpyrazolo [ 3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-f luorophenyl] methyl] -4- (3, 3- 
dimethylbutyl)- (9CI) (CA INDEX NAME) 
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CH2-CH2-CMe3 
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NH. 




C=0 
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RN 877843-69-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l, 8-dimethylpyrazolo [3,4- 
b] [1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (3,3- 
dimethylbutyl)- (?CI) (CA INDEX NAME) 
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RN 877843-71-5 CAPLUS 

CN 1-Piperazinecarboxamide, 4- ( cyclopropylmethyl ) -N- [ [4- [ (4, 10-dihydro-l,.8- 
dimethylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 877843-73-7 CAPLUS 

CN 1-Piperazinecarboxamide, 4-cyclopropyl-N- [ [4-[ (4, 10-dihydro-l, 8- 
dimethylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl]-2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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C=0 
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RN 877843-75-9 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l, 8-dimethylpyrazolo [ 3, 4- 
b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (3- 
methylbutyl) - (9CI) (CA INDEX NAME) 
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877843-77-1 CAPLUS 

1-Piperazinecarboxamide, 4- (cyclopentylmethyl ) -N- [ [4- [ (4, 10-dihydro-l, 8- 
dimethylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 



Page 10 



10/541,460 



PAGE 1-A 
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RN 877843-79-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ ( 8-chloro-4 , 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl ] methyl] -4- (3 f 3-dimethylbutyl ) - (9CI) (CA INDEX NAME) 
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PAGE 1-A 



CH2-CH2-CMe3 
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\ 



RN 877843-81-7 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (8-chloro-4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2- 
methylphenyl] methyl] -4- (cyclopropylmethyl) - (9CI) (CA INDEX NAME) 
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RN 877843-82-8 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (cyclopropylmethyl ) -N- [ [4- [ (4, 10-dihydro-l, 8- 
dimethylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
fluorophenyl] methyl]- (9CI) (CA INDEX NAME) 
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c=o 

I 

NH 





RN 877843-86-2 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ ( 8-chloro-4 , 10-dihydro-l- 

methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
fluorophenyl] methyl] -4- (3 f 3-dimethylbutyl ) - (9CI) (CA INDEX NAME) 
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PAGE 1-A 



CH2~CH2-CMe3 




C=0 



PAGE 2 -A 




RN 877843-89-5 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ ( 8-chloro-4 , 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
fluorophenyl] methyl]- 4- (cyclopropylmethyl ) - (9CI) (CA INDEX NAME) 
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RN 877843-90-8 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (3, 3-dimethylbutyl ) -N- [ [2-fluoro-4- [ (8-f luoro- 
4, 10-dihydro-l-methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 ( 1H) - 
yDcarbonyl] phenyl] methyl]- (9CI) (CA INDEX NAME) 
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PAGE 1-A 



CH2~CH2-CMe3 
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I 

C=0 




o 




RN 877843-91-9 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [2-chloro-4- [ (8-chloro-4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] phenyl] methyl] 
(3,3-dimethylbutyl)- (9CI) (CA INDEX NAME) 
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CH2-CH2~CMe3 




PAGE 2 -A 



877843-92-0 CAPLUS 

1-Piperazinecarboxamide, N- [ [2-chloro-4- [ ( 8-chloro-4 , 10-dihydro-l- 
methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] phenyl] methyl] -4- 
(cyclopropylmethyl)- (9CI) (CA INDEX NAME) 
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PAGE 1-A 




c -o 

NH 




PAGE 2 -A 




RN 877843-93-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [2-chloro-4- [ (4, 10-dihydro-l, 8- 

dimethylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] phenyl] methyl] - 
4- (3, 3-dimethylbutyl)- (9CI) (CA INDEX NAME) 
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PAGE 1-A 



CH2-CH2~CMe3 




C=0 
I 




RN 877843-94-2 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [2-chloro-4- [ (4 , 10-dihydro-l, 8- 

dimethylpyrazolo[3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] phenyl] methyl] - 
4-(cyclopropylmethyl)- (9CI) (CA INDEX NAME) 
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RN 877843-95-3 CAPLUS 

CN 1-Piperazineacetic acid, 4- [ [ [ [4- [ (4, 10-dihydro-l, 8-dimethylpyrazolo [ 3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]- (9CI) (CA INDEX NAME) 
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RN 877843-96-4 CAPLUS 

CN 1-Piperazineacetic acid, 4- [ [ [ [4- [ (4, 10-dihydro-l, 8-dimethylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]-, phenylmethyl ester (9CI) (CA INDEX NAME) 
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CH2-C-0-CH2-Ph 
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C=0 




RN 877843-97-5 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (8-chloro-4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2- 
methylphenyl ] methyl] -4- ( cyclopentylmethyl ) - (9CI) (CA INDEX NAME) 
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C=0 
NH 





RN 877843-98-6 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ ( 8-chloro-4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl]methyl]-4-(2,2-dimethylpropyl)- (9CI) (CA INDEX NAME) 
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RN 877843-99-7 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [ 4- [ ( 8-chloro-4 , 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl] -4-cyclopropyl- (9CI) (CA INDEX NAME) 
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RN 877844-00-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [ 4- [ ( 8-chloro-4 , 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2- 
methylphenyl ] methyl]- 4- (3-methylbutyl ) - (9CI) (CA INDEX NAME) 
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CH2-CH2~CHMe2 




C=0 
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NH 




C=0 
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RN 877844-01-4 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ ( 8-chloro-4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl]methyl]-4-(2-methylpropyl)- (9CI) (CA INDEX NAME) 
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i-Bu 




C=0 



PAGE 2 -A 




RN 877844-02-5 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [ 4- [ ( 8-chloro-4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2- 
methylphenyl ] methyl ]-4-propyl- (9CI) (CA INDEX NAME) 
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RN 877844-03-6 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l, 8-dimethylpyrazolo [ 3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl ) carbonyl] -2-methylphenyl] methyl] -4- (2,2- 
dimethylpropyl)- (9CI) (CA INDEX NAME) 
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CH2- CMe3 
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NH 




c=o 




RN 877844-04-7 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l, 8-dimethylpyrazolo [ 3, 4- 
b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
methylpropyl)- (9CI) (CA INDEX NAME) 
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RN 877844-05-8 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l, 8-dimethylpyrazolo [3, 4- 
b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2 -methylphenyl] methyl] -4-propyl- 
(9CI) (CA INDEX NAME) 
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RN 877844-06-9 CAPLUS 

CN l^Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l, 7-dimethylpyrazolo [3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (3, 3- 
dimethylbutyl)- (9CI) (CA INDEX NAME) 
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RN 877844-07-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l, 9-dimethylpyrazolo [3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-f luorophenyl] methyl] -4- (3, 3- 
dimethylbutyl)- (9CI) (CA INDEX NAME) 
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RN 877844-08-1 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ ( 8-chloro-3, 4-dihydro-l, 5-benzoxazepin 
5 (2H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (3, 3-dimethylbutyl) - (9CI) 
(CA INDEX NAME) 
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RN 877844-09-2 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (3, 4-dihydro-8-methyl-l, 5-benzoxazepin- 
5 ( 2H ) -yl ) carbonyl ] -2-methylphenyl ] methyl ] -4- ( 3 , 3-dimethylbutyl ) - ( 9CI ) 
(CA INDEX NAME) 
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RN 877844-10-5 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (2, 3-dihydro-7-methyl-4H-l , 4-benzoxazin-4- 
yl) carbonyl] -2-methylphenyl] methyl] -4- (3, 3-dimethylbutyl) - (9CI) (CA 
INDEX NAME) 
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RN 877844-11-6 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ (7-chloro-2, 3-dihydro-4H-l, 4-benzoxazin-4- 
yl ) carbonyl ] -2-methylphenyl ] methyl ] -4 - ( 3 , 3-dimethylbutyl ) - ( 9CI ) ( CA 
INDEX NAME) 
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RN 877844-12-7 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ (3, 4-dihydro-8-methyl-l (2H) - 

quinolinyl) carbonyl] -2-methylphenyl] methyl] -4- (3, 3-dimethylbutyl ) - (9CI) 
(CA INDEX NAME) 
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RN 877844-17-2 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (cyclopropylmethyl ) -N- [ [4- [ (4, 5-dihydro-2, 9- 
dimethyl-6H-thiazolo [5, 4-d] [ 1] benzazepin-6-yl ) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 877844-18-3 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (cyclopropylmethyl) -N- [ [ 4- [ (4, 5-dihydro-2- 
methyl-6H-thiazolo [5, 4-d] [ 1] benzazepin-6-yl) carbonyl] -2- 
methylphenyl ] methyl ] - (9CI) (CA INDEX NAME) 
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RN 877844-19-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 5-dihydro-2-methyl-6H-thiazolo [5,4- 
d] [l]benzazepin-6-yl) carbonyl] -2-methylphenyl] methyl ] -4- (3, 3- 
dimethylbutyl ) - (9CI) (CA INDEX NAME) 
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CH2-CH2-CMe3 



877844-20-7 CAPLUS 

1-Piperazinecarboxamide, N- [ [4- [ (4 , 10-dihydro-l, 8-dimethylpyrazolo [3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -3-methylphenyl] methyl] -4- (3, 3- 
dimethylbutyl)- (9CI) (CA INDEX NAME) 
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RN 877844-21-8 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (cyclop ropylmethyl ) -N- [ [4- [ (4, 10-dihydro- 1, 8- 
dimethylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -3- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 877844-22-9 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [ 4- [ ( 8-chloro-4 , 10-dihydro-l- 

methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -3- 
methylphenyl]methyl]-4-(3,3-dimethylbutyl)- (9CI) (CA INDEX NAME) 
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RN 877844-23-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (8-chloro-4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -3- 
methylphenyl]methyl]-4-(cyclopropylmethyl)- (9CI) (CA INDEX NAME) 
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RN 877844-24-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l , 8-dimethylpyrazolo [3, 4- 
b) [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl ] -3- fluorophenyl] methyl] -4- (3, 3- 
dimethylbutyl)- (9CI) (CA INDEX NAME) 
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RN 877844-25-2 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (cyclopropylmethyl ) -N- [ [4- [ (4, 10-dihydro-l, 8- 
dimethylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -3- 
fluorophenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 877844-26-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (8-chloro-4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 ( 1H) -yl ) carbonyl] -3- 
fluorophenyl]methyl]-4-(3,3-dimethylbutyl)- (9CI) (CA INDEX NAME) 



Page 48 



10/541,460 



PAGE 1-A 



CH2-CH2-CMe3 




c=o 

I 



PAGE 2 -A 




RN 877844-27-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [ 4- [ ( 8-chloro-4 , 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -3- 
fluorophenyl ] methyl] -4- (cyclopropylmethyl ) - (9CI) (CA INDEX NAME) 
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RN 877844-28-5 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [3-chloro-4- [ (8-chloro-4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] phenyl] methyl] -4- 
(3,3-dimethylbutyl)- (9CI) (CA INDEX NAME) 
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RN 877844-29-6 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [ 3-chloro-4- [ ( 8-chloro-4 , 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] phenyl] methyl] 
(cyclopropylmethyl)- (9CI) (CA INDEX NAME) 



Page 51 



10/541,460 




PAGE 2 -A 



I 

C=0 




RN 877844-30-9 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [3-chloro-4- [ ( 4 , 10-dihydro-l, 8- 

dimethylpyrazolo [3 f 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] phenyl] methyl ] - 
4-(3,3-dimethylbutyl)- (9CI) (CA INDEX NAME) f 
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RN 877844-31-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [3-chloro-4- [ (4, 10-dihydro-l, 8- 

dimethylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] phenyl ] methyl] - 
4-(cyclopropylmethyl)- (9CI) (CA INDEX NAME) 
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RN 877859-73-9 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 5-dihydro-2-methylimidazo [4,5- 
d] [l]benzazepin-6 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (3, 3- 
dimethylbutyl)- (9CI) (CA INDEX NAME) 
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RN 877859-75-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4-[ ( 4 , 5-dihydro-2-methyl-6H-oxazolo [ 4 , 5- 
d] [ 1] benzazepin-6-yl) carbonyl] -2-methylphenyl] methyl] -4- (3, 3- 
dimethylbutyl)- (9CI) (CA INDEX NAME) 
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AB The title compels . I [W = N, CR4; X = O, S, C(O), etc.; Gl = bicyclic or 
tricyclic fused azepine; Rl, R2 = H, halo, alkyl, etc.; R3 = H, alkyl; 
R4-R7 = H, halo, alkyl, etc.; a = 1-3] which are vasopressin V2 receptor 
agonists, were prepared and formulated. E.g., a multi-step synthesis of II, 
starting from 1, 2-dif luoro-3-nitrobenzene and p-alanine Me ester 
hydrochloride, was given. V2 receptor agonist activity was determined for all 
compds. and all the compds . I cause significant cellular activation at 30 
uM or less. Pharmaceutical compns . of the compds. I are useful as 
antidiuretic agents. 

IT 877228-68-7P 877228-69-8.P 877228-74-5P 
877228-75-6P 877228-76-7P 877228-77-8P 
877228-80-3P 

RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of heterocyclic condensed compds. useful as antidiuretic 
agents ) 
RN 877228-68-7 CAPLUS 

CN 1H-1, 5-Benzodiazepine-l-acetic acid, 6-f luoro-2, 3, 4 , 5-tetrahydro-5- [ [ [ [2- 
methyl-4- [ (2,3, 4 , 5-tetrahydro-lH-l-benzazepin-l- 
yl) carbonyl] phenyl] methyl] amino] carbonyl] -2-oxo-, 1, 1-dimethylethyl ester 
(9CI) (CA INDEX NAME) 
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RN 877228-69-8 CAPLUS 

CN 1H-1, 5-Benzodiazepine-l-acetic acid, 6-fluoro-2, 3, 4, 5-tetrahydro-5- [ [ [ [2- 
methyl-4- [ (2, 3, 4, 5-tetrahydro-lH-l-benzazepin-l- 

yl) carbonyl] phenyl] methyl] amino] carbonyl] -2-oxo- (9CI) (CA INDEX NAME) 




RN 877228-74-5 CAPLUS 

CN 1 (2H) -Quinoxalineacetic acid, 5-fluoro-3, 4-dihydro- 4- [ [ [ [2-methyl-4- 

[ (2, 3, 4, 5-tetrahydro- lH-l-benzazepin-l-yl ) carbonyl] phenyl] methyl] amino] car 
bonyl]-2-oxo-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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RN 877228-75-6 CAPLUS 

CN 1 (2H) -Quinoxalineacetic acid, 5-f luoro-3, 4 -di hydro- 4- [ [ [ [2-methyl-4- 

[ (2,3,4, 5-tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] amino] car 
bonyl] -2-oxo- (9CI) (CA INDEX NAME) 
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CH2-CO2H 
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RN 877228-76-7 CAPLUS 

CN * 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-4- (2-hydroxyethyl ) -N 
[ [2-methyl-4- [(2,3,4, 5-tetrahydro-lH-l-benzazepin-l- 
yl) carbonyl ] phenyl] methyl ] -3-oxo- (9CI) (CA INDEX NAME) 
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RN 877228-77-8 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-N- [ [2-methyl-4- 

[(2,3,4, 5-tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] -3-oxo 
(2-oxoethyl)- (9CI) (CA INDEX NAME) 
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CH2- CHO 



RN 877228-80-3 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- ( cyanomethyl ) -8-fluoro-3, 4-dihydro-N- [ [2- 

methyl-4- [(2,3, 4 , 5-tetrahydro-lH-l-benzazepin-l-yl ) carbonyl] phenyl] methyl] - 
3-oxo- (9CI) (CA INDEX NAME) 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of heterocyclic condensed compds . useful as antidiuretic 
agents ) 
RN 877228-70-1 CAPLUS 

CN 1H-1, 5-Benzodiazepine-l-carboxamide, 9-f luoro-2, 3, A, 5-tetrahydro-5- (2- 
hydroxyethyl) -N- [ [2 -methyl- 4- [ (2,3,4, 5-tetrahydro-lH-l-benzazepin-l- 
yl) carbonyl] phenyl] methyl] -4-oxo- (9CI) (CA INDEX NAME) 




RN 877228-78-9 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-f luoro-3, 4-dihydro-4- [2- 

(methylamino) ethyl] -N- [ [2-methyl-4- [(2,3,4, 5-tetrahydro-lH-l-benzazepin-l- 
yl) carbonyl ] phenyl] methyl ]-3-oxo- (9CI) (CA INDEX NAME) 
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CH2-CH2-NHMe 



877228-79-0 CAPLUS 

1 (2H) -Quinoxalineacetic acid, 5-chloro-3, 4-dihydro- 4- [ [ [ [2-methyl-4- 

[ (2, 3, 4, 5-tetrahydro- lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] amino] car 

bonyl]-2-oxo-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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877228-81-4 CAPLUS 

1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-N- [ [2-methyl-4- 

[ (2, 3, 4, 5-tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] -3-oxo-4- 

(lH-tetrazol-5-ylmethyl)- (9CI) (CA INDEX NAME) 
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PAGE 1-A 
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CN 1 (2H) -Quinoxalinecarboxamide, 4- (3-aminopropyl) -8-f luoro-3, 4-dihydro-N- [ [2- 
methyl-4- [ (2,3,4, 5-tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] - 
3-oxo- (9CI) (CA INDEX NAME) 



Page 67 



10/541,460 





RN 877228-83-6 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-f luoro-3, 4-dihydro-4- (2-methoxyethyl ) -N- 
[ [2-methyl-4- ( 5H-pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 ( 11H) - 
ylcarbonyl) phenyl] methyl] -3-oxo- (9CI) (CA INDEX NAME) 
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10/541,460 

PAGE 1-A 




C=0 



PAGE 2 -A 




RN 877228-84-7 CAPLUS 

CN 1 (2H) -Quinoxalineacetic acid, 5-f luoro-3, 4-dihydro-4- [ [ [ [2-methyl-4- ( 5H- 

pyrrolo [2, 1-c] [ 1, 4] benzodiazepin-10 (11H) -ylcarbonyl ) phenyl] methyl] amino] ca 
rbonyl]-2-oxo-, methyl ester (9CI) (CA INDEX NAME) 
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10/541,460 




PAGE 2-A 




RN 877228-85-8 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-4-methyl-N- [ [2-methyl 
(5H-pyrrolo [2, 1-c] [ 1, 4] benzodiazepin-10 (11H) -ylcarbonyl ) phenyl] methyl] -3 
oxo- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 

Me 




PAGE 2 -A 



RN 877228-87-0 CAPLUS 

CN 1H-1, 4-Benzodiazepine-l-carboxamide, 9-fluoro-2, 3, 4, 5-tetrahydro-N- [ [2- 

methyl-4- [ (2, 3, 4, 5-tetrahydro-lH-l-benzazepin-l-yl ) carbonyl] phenyl] methyl] - 
5-oxo- (9CI) (CA INDEX NAME) 




RN 877229-06-6 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-chloro-3, 4-dihydro-4-methyl-N- [ [2-methyl-4- 
(5H-pyrrolo [2, 1-c] [1, 4] benzodiazepin-10 ( 11H) -ylcarbonyl ) phenyl] methyl] - 
(9CI) (CA INDEX NAME) 
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RN 877229-07-7 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-f luoro-3, 4-dihydro-4-methyl-N- [ [ 2 -methyl- 4- 
(5H-pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 (11H) -ylcarbonyl) phenyl] methyl] - 
(9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 

Me 




C=0 
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RN 877229-08-8 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 7 , 8-dif luoro-3, 4-dihydro-4-methyl-N- [ [2- 
methyl-4- ( 5H-pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 (11H) - 
ylcarbonyl) phenyl] methyl]- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 

Me 




PAGE 2 -A 



RN 877229-09-9 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4-ethyl-8-f luoro-3, 4-dihydro-N- [ [ 2 -methyl- 4- 
(5H-pyrrolo[2, 1-c] [ 1, 4 ] benzodiazepin-10 ( 11H) -ylcarbonyl ) phenyl] methyl] - 
(9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 
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RN 877229-14-6 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-N- [ [2-methyl-4- (5H- 

pyrrolo [2, 1-c] [1, 4] benzodiazepin-10 (11H) -ylcarbonyl ) phenyl] methyl] - (9CI) 
(CA INDEX NAME) 
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10/541,460 




PAGE 2 -A 




RN 877229-15-7 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-4- (methoxyacetyl) -N- [ [2- 
methyl-4- ( 5H-pyrrolo [2, 1-c] [1, 4] benzodiazepin-10 ( 11H) - 
ylcarbonyl) phenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 877229-16-8 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxanu.de, 8-f luoro-3, 4-dihydro-4- (3-methoxy-l- 

oxopropyl) -N- [ [2 -methyl- 4- (5H-pyfrolo [2, 1-c] [ l r 4] benzodiazepin-10 (11H) - 
ylcarbonyl) phenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 877229-17-9 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-f luoro-3, 4-dihydro-4- (2-hydroxyethyl ) 
[ [2-methyl-4- (5H-pyrrolo[2, 1-c] [ 1, 4 ] benzodiazepin-10 ( 11H) - 
ylcarbonyl) phenyl] methyl]- (9CI) (CA INDEX NAME) 
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10/541,460 




PAGE 2 -A 




RN 877229-18-0 CAPLUS 

CN 1 (2H) -Quinoxalineacetic acid, 5-fluoro- 3, 4-dihydro-4- [ [ [ [2-methyl-4- (5H- 

pyrrolo [2, 1-c] [1, 4 ] benzodiazepin-10 (11H) -ylcarbonyl ) phenyl] methyl] amino] ca 
rbonyl]-, 1, 1- dimethyl ethyl ester (SCI) (CA INDEX NAME) 
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877229-19-1 CAPLUS 

1 (2H) -Quinoxalinecarboxamide, 8-f luoro-3, 4-dihydro-N- [ [2-methyl-4- (5H- 
pyrrolo[2, 1-c] [ 1, 4 ] benzodiazepine 10 (11H) -ylcarbonyl) phenyl] methyl] -4- 
(phenylmethyl)- (9CI) (CA INDEX NAME) 



Page 80 



10/541,460 



PAGE 1-A 

CH2~ Ph 




C=0 



PAGE 2 -A 




RN 877229-22-6 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- (cyclopropylmethyl) -8-f luoro-3, 4-dihydro-N- 
[ [2-methyl-4- (5H-pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 ( 11H) - 
ylcarbonyl) phenyl] methyl]- (9CI) <CA INDEX NAME) 
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PAGE 2 -A 



RN 877229-23-7 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-chloro-3, 4-dihydro-4- (2-hydroxyethyl ) 
[ [2-methyl-4- [ (2,3, 4 , 5-tetrahydro-lH-l-benzazepin-l- 
yl) carbonyl] phenyl] methyl] -3-oxo- (9CI) (CA INDEX NAME) 
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CH2-CH2-OH 



RN 877229-24-8 CAPLUS 

CN 1 (2H) -Quinoxalineacetic acid, 5-chloro-3, 4-dihydro-4- [ [ [ [2-methyl-4- 

[ (2,3, 4, 5-tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] amino] car 
bonyl] -2-oxo- (9CI) (CA INDEX NAME) 
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PAGE 1-A 
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CH2- CO2H 



RN 877229-25-9 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 7 , 8-dif luoro-3, 4-dihydro-4- (2-hydroxyethyl ) - 
N- [ [2-methyl-4- [ (2, 3, 4, 5-tetrahydro-lH-l-benzazepin-l- 
yl) carbonyl] phenyl] methyl] -3-oxo- ■ (9CI) (CA INDEX NAME) 
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PAGE 1-A 
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CH2-CH2-OH 



RN 877229-26-0 CAPLUS 

CN 1 (2H) -Quinoxalineacetic acid, 5, 6-dif luoro-3, 4-dihydro-4- [ [ [ [ 2 -methyl- 4- 

[(2,3,4, 5-tetrahydro-lH-l-benzazepin-l-yl ) carbonyl ] phenyl ] methyl ] amino] car 
bonyl] -2-oxo- (9CI) (CA INDEX NAME) 
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10/541,460 

PAGE 1-A 




PAGE 2 -A 



CH2~ CO2H 

RN 877229-27-1 CAPLUS 

CN 1 (2H) -Quinoxalineacetic acid, 5, 6-dif luoro-3, 4-dihydro-4- [ [ [ [2-methyl-4- 

[ (2, 3, 4, 5-tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] amino] car 
bonyl] -2-oxo- , 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 
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CH2— C- OBu-t 
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RN 877229-28-2 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-N- [ [2-methyl-4- 

[(2,3, 4, 5-tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] -3-oxo- 
(9CI) (CA INDEX NAME) 
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RN 877229-29-3 CAPLUS 

CN 1H-1, 5-Benzodiazepine-l-carboxamide, 9-fluoro-2, 3, 4, 5-tetrahydro-N- [ [2- 

methyl-4- [ (2, 3, 4 , 5-tetrahydro-lH-l-benzazepin-l-yl ) carbonyl] phenyl] methyl] - 
4-oxo- (9CI) (CA INDEX NAME) 




CN 1 (2H) -Quinoxalineacetic acid, 5-fluoro-3, 4-dihydro-4- [ [ [ [ 2 -methyl- 4- 

[ (2,3,4, 5-tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] amino] car 
bonyl]-2-oxo-, methyl ester (9CI) (CA INDEX NAME) 
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PAGE 1-A 




PAGE 2 -A 




RN 877229-31-7 CAPLUS 

CN 1 (2H) -Quinoxalinepropanoic acid, 5-fluoro-3, 4-dihydro-4- [ [ [ [ 2 -methyl- 4- 

[(2,3,4, 5-tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] amino] car 
bonyl] -2-oxo-, cyclopropylmethyl ester (9CI) (CA INDEX NAME) 
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10/541,460 




PAGE 2 -A 




RN 877229-32-8 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-4- (2-methoxyethyl) 
[ [2-methyl-4- [ (2, 3, 4, 5-tetrahydro-lH-l-benzazepin-l- 
yl) carbonyl]phenyl]methyl]-3-oxo- (9CI) (CA INDEX NAME) 



Page 90 



10/541,460 



PAGE 1-A 
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CH2-CH2-OMe 



RN 877229-33-9 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- (2-ethoxyethyl ) -8-f luoro-3, 4-dihydro-N- [ [2- 
methyl-4- [ (2,3,4, 5-tetrahydro-lH-l-benzazepin-l-yl ) carbonyl] phenyl] methyl] - 
3-oxo- (9CI) (CA INDEX NAME) 
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CH2— CH2~OEt 



RN 877229-34-0 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- [2- (acetyloxy) ethyl] -8-fluoro-3, 4-dihydro- 
N- [ [2 -methyl- 4- [ (2, 3, 4, 5-tetrahydro-lH-l-benzazepin-l- 
yDcarbonyl] phenyl ] methyl ] -3-oxo- (9CI) (CA INDEX NAME) 
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CH2-CH2-OAC 



RN 877229-35-1 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxand.de, 4- (2-aminoethyl ) -8-f luoro-3, 4-dihydro-N- [ [2- 
methyl-4- [ (2,3,4, 5-tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] - 
3-oxo- (9CI) (CA INDEX NAME) 
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CH2-CH2-NH2 



RN 877229-36-2 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- [2- (diethyl ami no) ethyl] -8-fluoro-3, 4- 
dihydro-N- [ [2-methyl-4- [ (2 f 3, 4, 5-tetrahydro-lH-l-benzazepin-l- 
yDcarbonyl] phenyl] methyl] -3-oxo- (9CI) (CA INDEX NAME) 
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PAGE 1-A 
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CH2~ CH2~NEt2 



RN 877229-37-3 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- [3- (acetyloxy) propyl] -8-f luoro-3, 4-dihydro- 
N- [ [2-methyl-4- [ (2, 3, 4, 5-tetrahydro-lH-l-benzazepin-l- 
yl) carbonyl] phenyl] methyl] -3-oxo- (9CI) (CA INDEX NAME) 
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(CH2)3-OAc 



RN 877229-38-4 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-f luoro-3, 4-dihydro-4- (2-methylpropyl ) -N- 
[ [2-methyl-4- [ (2,3,4, 5-tetrahydro-lH-l-benzazepin-l- 
. yDcarbonyl] phenyl ] methyl] -3-oxo- (9CI) (CA INDEX NAME) 
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i-Bu 



RN 877229-39-5 CAPLUS 

CN 1 (2H) -Quinoxalineacetamide, 5-f luoro-3, 4-dihydro-4- [ [ [ [2-methyl-4- 

[(2,3, 4, 5-tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] amino] car 
bonyl]-2-oxo- (9CI) (CA INDEX NAME) 



Page 97 



10/541,460 



PAGE 1-A 
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RN 877229-40-8 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-chloro-3, 4-dihydro-N- [ [2-methyl-4- (5H- 

pyrrolo [2, 1-c] [1, 4 ] benzodiazepin-10 (11H) -ylcarbonyl ) phenyl] methyl] -3-oxo- 
(9CI) (CA INDEX NAME) 
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10/541,460 

PAGE 1-A 




PAGE 2 -A 



RN 877229-41-9 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 7, 8-dif luoro-3, 4-dihydro-4- (2-hydroxyethyl ) - 
N- [ [2-methyl-4- (5H-pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 ( 11H) - 
ylcarbonyl) phenyl] methyl] -3-oxo- (9CI) (CA INDEX NAME) 
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10/541,460 




PAGE 2 -A 




RN 877229-42-0 CAPLUS 

CN 1 (2H) -Quinoxalineacetic acid, 5, 6-dif luoro- 3, 4-dihydro- 4- [ [ [ [2-methyl-4- 

(5H-pyrrolo [2, 1-c] [1, 4] benzodiazepin-10 (11H) -ylcarbonyl) phenyl] methyl] amin 
o]carbonyl]-2-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-43-1 CAPLUS 

CN 1 (2H) -Quinoxalineacetic acid, 5, 6-dif luoro-3, 4-dihydro-4- [ [ [ [2-methyl-4- 

(5H-pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 (11H) -ylcarbonyl ) phenyl] methyl] amin 
o]carbonyl]-2-oxo-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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CH2-C-OBu-t 




PAGE 2 -A 



RN 877229-44-2 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-f luoro-3, 4-dihydro-4- ( 3-hydroxypropyl ) -N- 
[ [2-methyl-4- (5H-pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 ( 11H) - 
ylcarbonyl ) phenyl] methyl ] -3-oxo- (9CI) (CA INDEX NAME) 
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10/541,460 




PAGE 2 -A 




RN 877229-45-3 CAPLUS 

CN 1 (2H) -Quinoxalinepropanoic acid, 5-f luoro-3, 4-dihydro-4- [ [ [ [2 -methyl- 4- (5H- 
pyrrolo [2, 1-c] [ 1, 4] benzodiazepin-10 (11H) -ylcarbonyl ) phenyl] methyl] amino] ca 
rbonyl]-2-oxo- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 
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RN 877229-46-4 CAPLUS 

CN 1 (2H) -Quinoxalinepropanoic acid, 5-fluoro- 3, 4-dihydro-4- [ [ [ [2-methyl-4- (5H- 
pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 (11H) -ylcarbonyl ) phenyl] methyl] amino] ca 
rbonyl]-2-oxo-, ethyl ester (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 
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CH2-CH2-C- OEt 




PAGE 2 -A 



RN 877229-47-5 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 7, 8-dif luoro-3, 4-dihydro-4-methyl-N- [ [2- 
methyl-4- ( 5H-pyrrolo [2 , 1-c] [ 1, 4] benzodiazepin-10 (11H)- 
ylcarbonyl)phenyl]methyl]-3--oxo- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 

Me 




C=0 



PAGE 2 -A 




RN 877229-48-6 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-f luoro-3, 4-dihydro-N- [ [2-methyl-4- (5H- 

pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 ( 11H) -ylcarbonyl ) phenyl] methyl] -3-oxo- 
(9CI) (CA INDEX NAME) 
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10/541,460 

PAGE 1-A 




PAGE 2 -A 



RN 877229-49-7 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 7, 8-dif luoro-3, 4-dihydro-N- [ [2-methyl-4- (5H- 
pyrrolo[2, 1-c] [ 1, 4] benzodiazepin-10 (11H) -ylcarbonyl) phenyl] methyl] -3-oxo- 
(9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 




C=0 



PAGE 2 -A 




RN 877229-50-0 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 6,7, 8-trif luoro-3, 4-dihydro-N- [ [2-methyl 
(5H-pyrrolo [2, 1-c] [1, 4] benzodiazepin-10 ( 11H) -ylcarbonyl ) phenyl] methyl] 
oxo- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 




PAGE 2 -A 



RN 877229-51-1 CAPLUS 

CN 1 (2H) -Quinoxalineacetamide, 5-f luoro-3, 4-dihydro-N, N-dimethyl-4- [ [ [ [2- 
methyl-4- ( 5H-pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 (11H) - 

ylcarbonyl) phenyl ] methyl] amino.] carbonyl] -2-oxo- (9CI) (CA INDEX NAME) 
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CH2-C- NMe2 
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RN 877229-52-2 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- [3- (acetyloxy) propyl] -8-fluoro-3, 4-dihydro- 
N- [ [2-methyl-4- (5H-pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 ( 11H) - 
ylcarbonyl ) phenyl] methyl ] -3-oxo- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 

(CH2) 3-OAc 




C=0 



PAGE 2 -A 




RN 877229-53-3 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- (2-ethoxyethyl ) -8-fluoro-3, 4-dihydro-N- [ [2- 
methyl-4- ( 5H-pyrrolo [2, 1-c] [1, 4 ] benzodiazepin-10 (11H) - 
ylcarbonyl) phenyl ] methyl ] -3-oxo- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 

CH2~CH2~OEt 
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PAGE 2 -A 




RN 877229-54-4 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-4- (methoxymethyl ) -N- [ [2- 
methyl-4- (5H-pyrrolo [2, 1-c] [1, 4] benzodiazepin-10 ( 11H) - 
ylcarbonyl) phenyl] methyl] -3-oxo- (9CI) (CA INDEX NAME) 



Page 112 



10/541,460 




PAGE 2 -A 




RN 877229-55-5 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-4- (2-hydroxyethyl ) -N- 
[ [2-methyl-4- (5H-pyrrolo[2, 1-c] [ 1, 4 ] benzodiazepin-10 ( 11H) - 
ylcarbonyl) phenyl] methyl] -3-oxo- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 

CH2"CH2-OH 
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PAGE 2 -A 




RN 877229-56-6 CAPLUS 

CN 1 (2H) -Quinoxalineacetic acid, 5-fluoro-3, 4-dihydro-4- [ [ [ [2 -methyl- 4- ( 5H- 

pyrrolo[2, 1-c] [1, 4 ] benzodiazepin-10 (11H) -ylcarbonyl ) phenyl] methyl] amino] ca 
rbonyl]-2-oxo- (9CI) (CA INDEX NAME) 



Page 114 



10/541,460 




PAGE 2 -A 




RN 877229-57-7 CAPLUS 

CN 1 (2H) -Quinoxalineacetic acid, 5-fluoro-3, 4-dihydro-4- [ [ [ [2-methyl-4- (5H- 
pyrrolo[2, 1-c] [1, 4 ] benzodiazepin-10 (11H) -ylcarbonyl ) phenyl] methyl] amino] 
rbonyl]-2-oxo~, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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PAGE 1-A 
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RN 877229-58-8 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- (cyclopropylmethyl) -8-fluoro-3, 4-dihydro-N- 
[ [2-methyl-4- ( 5H-pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 (11H) - 
ylcarbonyl)phenyl]methyl]-3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-59-9 CAPLUS 

CN 1 (2H) -Quinoxalinepropanoic acid, 5-f luoro-3, 4-dihydro-4- [ [ [ [2 -methyl- 4- ( 5H- 
pyrrolo [2, 1-c] [1, 4] benzodiazepine 10 (11H) -ylcarbonyl) phenyl] methyl] amino] ca 
rbonyl] -2-oxo-, cyclopropylmethyl ester (9CI) (CA INDEX NAME) 
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RN 877229-60-2 CAPUTS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-N- [ [2 -methyl- 4- (5H- 

pyrrolo[2, 1-c] [1, 4 ] benzodiazepin-10 (11H) -ylcarbonyl) phenyl] methyl ] -3-oxo-4- 
(lH-tetrazol-5-ylmethyl)- (9CI) (CA INDEX NAME) 
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877229-61-3 CAPLUS 

1 (2H) -Quinoxalinecarboxamide, 4-ethyl-8-f luoro-3, 4-dihydro-N- [ [2-methyl-4- 
(5H-pyrrolo [2, 1-c] [1, 4 ] benzodiazepin-10 ( 11H) -ylcarbonyl ) phenyl] methyl] -3- 
oxo- (9CI) (CA INDEX NAME) 
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RN 877229-62-4 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- (2-aminoethyl ) -8-f luoro-3, 4-dihydro-N- [ [2- 
methyl-4- (5H-pyrrolo[2, 1-c] [1, 4] benzodiazepin-10 ( 11H) - 
ylcarbonyl ) phenyl] methyl ]-3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-63-5 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- (cyanomethyl ) -8-fluoro-3, 4-dihydro-N- [ [2- 
methyl-4- ( 5H-pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 (11H) - 
ylcarbonyl) phenyl ] methyl ] -3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-64-6 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-4-methyl-3-oxo-N- [ [4- 
(5H-pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin-10 ( 11H) -ylcarbonyl ) phenyl] methyl] - 
(9CI) (CA INDEX NAME) 
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RN 877229-65-7 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide f 8-f luoro-3, 4-dihydro-3-oxo-N- [ [4- [ (2, 3, 4, 5- 
tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] - (9CI) (CA INDEX 
NAME) 
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RN 877229-66-8 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-4-methyl-N- [ [ 2 -methyl- 4- 
[ (5-oxo-5H-pyrrolo[2, 1-c] [ 1, 4] benzodiazepin-10 ( 11H) - 
yDcarbonyl] phenyl] methyl] -3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-67-9 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-f luoro-3, 4-dihydro-4-methyl-N- [ [2-methyl-4- 
(4H-pyrazolo [5, 1-c] [ 1, 4 ] benzodiazepin-5 ( 10H) -ylcarbonyl) phenyl] methyl] -3- 
oxo- (9CI) (CA INDEX NAME) 
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RN 877229-68-0 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-f luoro-3, 4-dihydro-4-methyl-N- [ [2 -methyl -4- 
(thieno [3, 4-b] [1, 5] benzoxazepin-9 (10H) -ylcarbonyl ) phenyl] methyl] -3-oxo- 
(9CI) (CA INDEX NAME) 
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RN 877229-69-1 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-f luoro-3, 4-dihydro-4-methyl-N- [ [2-methyl-4- 
[ (2, 3, 4, 5-tetrahydro-lH-l, 4-benzodiazepin-l-yl ) carbonyl] phenyl] methyl] -3- 
oxo- (9CI) (CA INDEX NAME) 
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RN 877229-70-4 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ (5-ethyl-2, 3, 4, 5-tetrahydro-lH-l, 5- 

benzodiazepin-l-yl) carbonyl] -2-methylphenyl] methyl] -8-fluoro-3, 4-dihydro-4- 
methyl-3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-71-5 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-N- [ [2-methyl-4- 
[[2,3,4, 5-tetrahydro-5- (2-hydroxyethyl ) -1H-1, 5-benzodiazepin-l- 
yl] carbonyl] phenyljmethyl] -3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-72-6 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ (2, 3-dihydro-4, 1-benzoxazepin-l (5H) - 
yl) carbonyl] -2-methylphenyl] methyl] -8-fluoro-3, 4-dihydro-4-methyl-3-oxo- 
(9CI) (CA INDEX NAME) 

% 
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RN 877229-73-7 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ (3, 4-dihydro-l, 5-benzoxazepin-5 (2H) - 
yl) carbonyl] -2-methylphenyl] methyl] -8-fluoro-3, 4-dihydro-4-methyl-3-oxo- 
(9CI) (CA INDEX NAME) 
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877229-74-8 CAPLUS 

1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ (3, 4-dihydro-l , 5-benzoxazepin-5 (2H) - 
yl) carbonyl] -2-methylphenyl] methyl] -8- fluoro-3, 4-dihydro-4- ( 3- 
hydroxypropyl)-3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-75-9 CAPLUS 

CN 1 (2H) -Quinoxalinepropanoic acid, 4- [ [ [ [4- [ (3, 4-dihydro-l, 5-benzoxazepin- 
5 (2H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbonyl] -5-fluoro-3, 4- 
dihydro-2-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-76-0 CAPLUS 

CN 1 (2H) -Quinoxalinepropanoic acid, 4- [ [ [ [4- [ (3, 4-dihydro-l, 5-benzoxazepin- 
5 (2H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbonyl] -5-f luoro-3, 4- 
dihydro-2-oxo-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 877229-77-1 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- ( cyclop ropy lmethyl ) -N- [ [ 4- [ (3, 4-dihydro- 
1, 5-benzoxazepin-5 (2H) -yl) carbonyl] -2 -methylphenyl] methyl] -8-fluoro-3, 4- 
dihydro-3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-78-2 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ (3, 4-dihydro-l, 5-benzoxazepin-5 (2H) - . 
yl) carbonyl] -2-methylphenyl] methyl] -8-fluoro-3, 4-dihydro-4- (2- 
methoxyethyl)-3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-79-3 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ (3, 4-dihydro-l, 5-benzoxazepin-5 (2H) - 
yl) carbonyl] -2-methylphenyl] methyl] -8-f luoro-3, 4-dihydro-4- (2- 
hydroxyethyl)-3-oxo- (9CI) (CA INDEX NAME) 
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CH2-CH2-OH 



RN 877229-80-6 CAPLUS 

CN 1 (2H) -Quinoxalineacetic acid, 4- [ [ [ [4- [ ( 3, 4-dihydro-l , 5-benzoxazepin-5 (2H) - 
yl) carbonyl] -2 -methylphenyl] methyl] amino] carbonyl] -5-fluoro-3, 4-dihydro-2- 
oxo- (9CI) (CA INDEX NAME) 
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RN 877229-81-7 CAPLUS 

CN 1 (2H) -Quinoxalineacetic acid, 4- [ [ [ [4- [ (3, 4-dihydro-l, 5-benzoxazepin-5 (2H) - 
yl) carbonyl] -2-methylphenyl] methyl] amino] carbonyl] -5-f luoro-3, 4-dihydro-2- 
oxo-, methyl ester (9CI) (CA INDEX NAME) 
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RN 877229-82-8 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- (2-aminoethyl) -N- [ [4- [ (3, 4-dihydro-l, 5- 
benzoxazepin-5 (2H) -yl) carbonyl] -2-methylphenyl] methyl] -8-fluoro-3, 4- 
. dihydro-3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-83-9 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ (3, 4-dihydro-l, 5-benzoxazepin-5 (2H) - 
yl) carbonyl] -2-methylphenyl] methyl] -8-f luoro-3, 4-dihydro-3-oxo-4- (1H- 
tetrazol-5-ylmethyl)- (9CI) (CA INDEX NAME) 
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RN 877229-84-0 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 4- (cyanomethyl) -N- [ [4- [ ( 3, 4-dihydro-l, 5- 
benzoxazepin-5 (2H) -yl) carbonyl] -2-methylphenyl] methyl] -8-fluoro-3, 4- 
dihydro-3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-85-1 CAPLUS 

CN 1 (2H) -Quinoxalineacetamide, 4- [ [ [ [4- [ (3, 4-dihydro-l, 5-benzoxazepin-5 (2H) 
yl) carbonyl] -2-methylphenyl] methyl] amino] carbonyl] -5-f luoro-3, 4-dihydro- 
methyl-2-oxo- (9CI) (CA INDEX NAME) 



Page 143 



10/541,460 



PAGE 1-A 




F 
I 



PAGE 2 -A 




CH2-C- NHMe 

II 

O 

RN 877229-86-2 CAPLUS 

CN 1 (2H) -Quinoxalineacetamide, 4- [ [ [ [4- [ (3, 4-dihydro-l , 5-benzoxazepin-5 (2H) - 
yl) carbonyl] -2-methylphenyl] methyl] amino] carbonyl] -5-fluoro-3, 4-dihydro- 
N,N-dimethyl-2-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-87-3 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ (5, 5-dif luoro-2, 3, 4, 5-tetrahydro-lH-l- 
benzazepin-l-yl) carbonyl] -2-methylphenyl] methyl] -8-f luoro-3, 4-dihydro-3- 
oxo- (9CI) (CA INDEX NAME) 
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RN 877229-88-4 CAPLUS 

CN 1 (2H)-Quinoxalineacetic acid, 4- [ [ [ [4-[ ( 5, 5-dif luoro-2 , 3, 4, 5-tetrahydro-lH- 
1-benzazepin-l-yl) carbonyl] -2-methylphenyl] methyl] amino] carbonyl] -5-fluoro- 
3,4-dihydro-2-oxo-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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877229-89-5 CAPUTS 

1 (2H) -Quinoxalineacetic acid, 4- [ [ [ [4- [ (5, 5-dif luoro- 2, 3,4, 5-tetrahydro- 1H- 
1-benzazepin-l-yl) carbonyl] -2-methylphenyl] methyl] amino] carbonyl] -5-fluoro- 
3,4-dihydro-2-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-90-8 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ (5, 5-dif luoro-2, 3, 4, 5-tetrahydro-lH-l- 
benzazepin-l-yl) carbonyl] -2-methylphenyl] methyl] -8-f luoro-3, 4-dihydro-4- (2- 
hydroxyethyl) -3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-91-9 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-f luoro-3, 4-dihydro-N- [ [2-methyl-4- 
[ (2,3, A, 5-tetrahydro-5-hydroxy-lH-l-benzazepin-l- 
yl) carbonyl] phenyl] methyl] -3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-92-0 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ ( 3 , 4-dihydro-l , 5-benzothiazepin-5 (2H) - 
yl) carbonyl] -2-methylphenyl] methyl] -8-fluoro-3, 4-dihydro-3-oxo- (9CI) (CA 
INDEX NAME) 
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RN 877229-93-1 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ (3, 4-dihydro-l, 1-dioxido-l, 5- 

benzothiazepin-5 (2H) -yl) carbonyl] -2 -methylphenyl] methyl] -8-fluoro-3, 4- 
dihydro-3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-94-2 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N-[[4-[ ( 4 , 5-dihydro-2-methylpyrazolo [ 4 , 3- 
d] [l]benzazepin-6 (2H) -yl) carbonyl] -2-methylphenyl] methyl] -8-fluoro-3, 4- 
dihydro-3-oxo- (9CI) (CA INDEX NAME) 
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RN 877229-95-3 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-N- [ [2-methyl-4- 

[ (2, 3 f 4, 5-tetrahydro-5-oxo-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] -3- 
oxo- (9CI) (CA INDEX NAME) 
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RN 877229-96-4 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-fluoro-3, 4-dihydro-N- [ [ 2 -methyl- 4- 

[ (5, 6,1 , 8-tetrahydro-4H-thieno[3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl] 
oxo- (9CI) (CA INDEX NAME) 
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RN 877229-97-5 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxartd.de, 8-f luoro-3, 4-dihydro-N- [ [ 2 -methyl- 4- 

(pyrido [2, 3-b] [1, 5] benzoxazepin-6 (5H) -ylcarbonyl ) phenyl] methyl] -3-oxo- 
(9CI) (CA INDEX NAME) 
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RN 877229-98-6 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ (6, 7-dihydro-5H-dibenz [b,d] azepin-5- 
yl) carbonyl] -2-methylphenyl] methyl] -8-fluoro-3, 4-dihydro-3-oxo- (9CI) (CA 
INDEX NAME) 




RN 877230-00-7 CAPLUS 
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CN 1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ (4, 5-dihydro-6H-thieno [3, 2- 

d] [l]benzazepin-6-yl) carbonyl] -2-methylphenyl] methyl] -8-fluoro-3, 4-dihydro- 
3-oxo- (9CI) (CA INDEX NAME) 
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RN 877230-02-9 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [2-chloro-4- ( thieno [ 3, 4- 

b] [ 1, 5] benzoxazepin-9 (10H) -ylcarbonyl ) phenyl ] methyl] -8-f luoro-3, 4-dihydro- 
3-oxo- (9CI) (CA INDEX NAME) 
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RN 877230-03-0 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [2-chloro-4- [ (2,3,4, 5-tetrahydro-5-methyl- 
1H-1, 5-benzodiazepin-l-yl) carbonyl] phenyl] methyl] -8-f luoro-3, 4-dihydro-3- 
oxo- (9CI) (CA INDEX NAME) 
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RN 877230-04-1 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [2-ethyl-4- [ (2 , 3, 4 , 5-tetrahydro-lH-l- 

benzazepin-l-yl) carbonyl] phenyl] methyl] -8-f luoro-3, 4-dihydro-3-oxo- (9CI ) 
(CA INDEX NAME) 
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RN 877230-05-2 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, 8-f luoro-3, 4-dihydro-N- [ [3-methyl-4- 

[(2,3,4, 5-tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl ] methyl] -3-oxo- 
(9CI) (CA INDEX NAME). 
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RN 877230-06-3 CAPLUS 

CN 1 (2H)-Quinoxalinecarboxamide, N- [ [2-chloro-4- [ (2, 3, 4, 5-tetrahydro-lH-l- 

benzazepin-l-yl) carbonyl] phenyl] methyl] -8-f luoro-3, 4-dihydro-3-oxo- (9CI) 
(CA INDEX NAME) 
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RN 877230-07-4 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [2, 5- dimethyl- 4- [ (2, 3, 4, 5-tetrahydro-lH-l- 
benzazepin-l-yl) carbonyl] phenyl] methyl] -8-f luoro-3, 4-dihydro-3-oxo- (9CI ) 
(CA INDEX NAME) 



Page 162 



10/541,460 



PAGE 1-A 




Me 



NH 

I 

C=0 



F 

I 



PAGE 2 -A 




RN 877230-08-5 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-ethylphenyl] methyl] -8-fluoro-3, 4- 
dihydro-3-oxo- (9CI) (CA INDEX NAME) 
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RN 877230-09-6 CAPLUS 

CN 1 (2H) -Quinoxalinecarboxamide, N- [ [2-chloro-4- [ (5, 6, 7, 8-tetrahydro-4H- 
thieno [2, 3-b] [1, 4] diazepin-4-yl) carbonyl] phenyl] methyl] -8-fluoro-3, 4- 
dihydro-3-oxo- (9CI) (CA INDEX NAME) 
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IT 877230-92-7P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of heterocyclic condensed compds . useful as antidiuretic 
agents) 
RN 877230-92-7 CAPLUS 

CN Carbamic acid, [ 3- [5-f luoro-3, 4-dihydro-4- [ [ [ [2-methyl-4- [ (2,3,4,5- 

tetrahydro-lH-l-benzazepin-l-yl) carbonyl] phenyl] methyl] amino] carbonyl] -2- 
oxo-1 (2H) -quinoxalinyl] propyl] -, 1, 1-dimethylethyl ester (9CI) (CA INDEX 
NAME) 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Novel benzo[f] azulene benzylamides I [Rl, R2, R3 = independently H, alkyl, 
F, CI, R4 = 3,5-(HO)2C6H3CH2, 3-Me2NCOC6H4CH2 , 3-Me2NC ( S) C6H4CH2 ] were 
prepared as human OT agonists. Thus, reacting 4-cyano-3-methylbenzoic acid 
with 3-methyl-3, 4, 9, 10-tetrahydro-2 , 3, 4, 9-tetraazazbenzo [ f ] azulene gave 
the corresponding carbonyl benzonitrile which was reacted with CoCl/MeOH 
followed by NaBH4 to give the methanone II. II was then added to 
5-[ (piperazin-l-yl)methyl]benzene-l,3-diol to give I [Rl = Me, R2 = R3 = 
H, R4 = 3,5- (HO)2C6H3CH2] in 28% yield. The compds . are intended to be 
used as human OT agonists for treating a variety of conditions for which 
inadequate oxytocin-like activity is implicated in the pathophysiol . 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of piperazinecarboxylic acid (benzo [ f ] azulenecarbonyl ) benzylami 
des as human oxytocin agonists) 
RN 847375-16-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4 , 10-dihydro-l-methylpyrazolo [3,4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [ (3, 5- 
dihydroxyphenyl) methyl]- (9CI) (CA INDEX NAME) 
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RN 847375-19-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ ( 4 , 10-dihydro-l-methylpyrazolo [3, 4- 

b] [ 1, 5] benzodiazepine 5 ( 1H) -yl) carbonyl] -2-f luorophenyl] methyl] -4- [ (3,5- 
dihydroxyphenyl) methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N-[[4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2, 6-dimethylphenyl] methyl] -4- [(3,5- 
dihydroxyphenyl) methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [3-chloro-4- [ (4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] phenyl] methyl] -4- 
[ (3, 5-dihydroxyphenyl) methyl]- (9CI) (CA INDEX NAME) 



Page 170 



10/541,460 



PAGE 1-A 




PAGE 2-A 



H Me 



RN 847375-22-8 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [ [3- 
[ (dime thylamino) carbonyl] phenyl] methyl ] - (9CI) (CA INDEX NAME) 
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RN 847375-23-9 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [ [3- 
[ (dimethylarruno) thioxomethyl] phenyl] methyl]- (9CI) (CA INDEX NAME) 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title compds. I [Gl = amino, fused polycyclic group; Rl-3 = H, alkyl, 

alkoxy, F, Cl, Br; R4 = H, alk (en/yn) yl, Ph, etc.; XI = O, NH; n = 1-2; m 
= 1-3] are prepared For instance, 4-cyano-3-methylbenzoic acid (preparation 
given) was coupled to l-methyl-4 , 10-dihydropyrazolo [ 5, 4- 

b] [1, 5] benzodiazepine (preparation given; PhMe, SOC12; CH2C12, Et3N) and the 
product reduced to the corresponding aminomethyl derivative (MeOH, CoC12, 
NaBH4), coupled to tert-Bu piperazine-l-carboxylate (DMF, i-Pr2NEt, CDI), 
deprotected (dioxane, 4N HC1) and reductively alkylated with 
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cyclopropanecarboxaldehyde (THF, Et3N, NaCNBH3) to give II. I are 
selective and potent oxytocin agonists and/or vasopressin Via antagonists 
useful in the treatment of, inter alia, primary dysmenorrhea. 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of substituted pyrazolo-f used benzodiazepine analogs as 
oxytocin agonists and vasopressin antagonists) 
RN 500011-99-4 CAPLUS 

CN l-Piperazinecarboxamide f N- [ [2-methyl-4- [ {5, 6, 1 , 8-tetrahydro-4H-thieno [3, 2- 
b] azepin-4-yl) carbonyl] phenyl] methyl] hydrochloride (9CI) (CA INDEX 
NAME) 
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RN 500012-00-0 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (cyclopropylmethyl) -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl]-, hydrochloride (9CI) (CA INDEX NAME) 
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RN 500012-01-1 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- 
(phenylmethyl)- (9CI) (CA INDEX NAME) 
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RN 500012-02-2 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [ (3- 
hydroxyphenyl) methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-03-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [ 
(hydroxymethyl) phenyl] methyl]- (9CI) (CA INDEX NAME) 
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500012-04-4 CAPLUS 

1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (4- 
pyridinylmethyl)- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
hydroxyethyl) - (9CI) (CA INDEX NAME) 
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PAGE 1-A 



CH2-CH2-OH 
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PAGE 2 -A 




RN 500012-06-6 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [l f 5] benzodiazepin-5 (1H) -yl) carbonyl] -2 -methylphenyl] methyl] -4- [3- 
(methylthio) propyl]- (9CI) (CA INDEX NAME) 
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PAGE 1-A 



(CH2)3-SMe 




PAGE 2-A 



RN 500012-07-7 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-aminoethyl) -N- [ [ 4- [ (4, 10-dihydro 
methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl] dihydrochloride (9CI) (CA INDEX NAME) 
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PAGE 1-A 



CH2-CH2-NH2 
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• 2 HC1 



RN 500012-08-8 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] hexahydro-4- 
methyl- (9CI) (CA INDEX NAME) 
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PAGE 1-A 
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NH 
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RN 500012-09-9 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 9-dihydro-l-methylpyrazolo [3, 4- 

e ] pyrido [ 3 , 2-b ] [ 1 , 4 ] diazepin- 5 ( 1H ) -yl ) carbonyl ] -2-methylphenyl ] methyl ] 
(2-hydroxyethyl)- (9CI) (CA INDEX NAME) 
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PAGE 1-A 



CH2-CH2-OH 
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RN 500012-10-2 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [2-chloro-4- [ (5,6,7, 8-tetrahydro-4H-thieno [3, 2- 
b]azepin-4-yl)carbonyl]phenyl]methyl]-4-methyl- (9CI) (CA INDEX NAME) 
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PAGE 1-A 

Me 
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RN 500012-11-3 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, N- [ [2-chloro-4- [ ( 5, 6, 7 , 8-tetrahydro-4H- 

thieno [3, 2-b] azepin-4-yl ) carbonyl] phenyl] methyl ] hexahydro- 4 -methyl- (9CI ) 
(CA INDEX NAME) 
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PAGE 1-A 
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PAGE 2 -A 




RN 500012-12-4 CAPLUS 

CN 1-Piperazinecarboxamide, 4-butyl-N- [ [2-methyl-4- [ (5, 6, 7, 8-tetrahydro-4H- 
thieno[3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl ] - (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 

n-Bu 
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PAGE 2 -A 




RN 500012-13-5 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-methylbutyl ) -N- [ [2 -methyl- 4- [ (5,6,7,8- 

tetrahydro-4H-thieno [3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl] - ( 9CI) (CA 
INDEX NAME) 
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PAGE 1-A 
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PAGE 2 -A 




RN 500012-14-6 CAPLUS 

CN 1-Piperazinecarboxamide, 4- ( cyclopropylmethyl ) -N- [ [2-methyl-4- [ (5, 6, 7, 8- 

tetrahydro-4H-thieno [3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl] - (9CI) (CA 
INDEX NAME) 
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PAGE 1-A 
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NH 




PAGE 2 -A 




RN 500012-15-7 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [2-chloro-4- [ ( 5, 6, 7 , 8-tetrahydro-4H-thieno [ 3, 2- 
b] azepin-4-yl) carbonyl] phenyl] methyl] -4- (2-pyridinyl) - (9CI) (CA INDEX 
NAME) 
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10/541,460 



PAGE 1-A 
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PAGE 2 -A 




RN 500012-16-8 CAPLUS 

CN 1-Piperazinecarboxamide, 4-[ [3- (hydroxymethyl) phenyl] methyl ] -N- [ [2-methyl- 
4- [ (5, 6, 7, 8-tetrahydro-4H-thieno [3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl] - 
(9CI) (CA INDEX NAME) 
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PAGE 1-A 
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RN 500012-17-9 CAPLUS 

CN 1-Piperazinecarboxamide, 4- [ [5- (hydroxymethyl ) -2-furanyl] methyl] -N- [ [2- 
methyl-4- [ (5, 6, 7, 8-tetrahydro-4H-thieno [3, 2-b] azepin-4- 
yl) carbonyl] phenyl] methyl]- (9CI) (CA INDEX NAME) 
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PAGE 1-A 



CH2-OH 
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RN 500012-19-1 CAPLUS 

CN Cyclopropanecarboxylic acid, 2- [ [4- [ [ [ [2-methyl-4- [ (5, 6, 7 , 8-tetrahydro- 
thieno [3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl] amino] carbonyl] -1- 
piperazinyl] methyl]-, ethyl ester, (1R, 2R)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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O Me 




RN 500012-20-4 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-hydroxyethyl) -N- [ [2 -methyl- 4- [ (5, 6,1 , 8- 

tetrahydro-4H-thieno[3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl] - (9CI) (CA 
INDEX NAME) 



PAGE 1-A 

CH2-CH2-OH 




PAGE 2 -A 
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RN 500012-21-5 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] hexahydro- 
(9CI) (CA INDEX NAME) 



PAGE 1-A 



H 




PAGE 2 -A 



RN 500012-22-6 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] hexahydro-4- 
(2-methylbutyl)- . (9CI) (CA INDEX NAME) 
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PAGE 1-A 

Me 
I 

Et-CH— CH2 




c=o 




RN 500012-23-7 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3,4- 
b] [ 1, 5] benzodiazepine ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2, 2- 
dimethylpropyl)hexahydro- (9CI) (CA INDEX NAME) 
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PAGE 1-A 
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PAGE 2 -A 




RN 500012-24-8 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, 4- (cyclopropylmethyl) -N- [ [4-[ ( 4 , 10-dihydro- 
1-methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl ] hexahydro- (9CI) (CA INDEX NAME) 
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10/541,460 

PAGE 1-A 




C=0 
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RN 500012-25-9 CAPLUS 

CN 1-Imidazolidinecarboxamide, 3- (cyclopropylmethyl) -N- [ [4-[ (4, 10-dihydro- 
1, 10-dimethylpyrazolo[3, 4-b] [l f 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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PAGE 1-A 




C=0 • 
NH 
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PAGE 2 -A 




Me 



RN 500012-26-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 9-dihydro-l-methylpyrazplo [3, 4- 

e]pyrido[3,2-b] [1, 4] diazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl ] -4- 
[ (3-hydroxyphenyl ) methyl ] - (9CI) (CA INDEX NAME) 
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PAGE 1-A 




PAGE 2 -A 




500012-27-1 CAPLUS 

1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l, 10-dimethylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [ [3- 
(hydroxymethyl) phenyl] methyl]- (9CI) (CA INDEX NAME) 



Page 201 
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PAGE 1-A 



CH2-OH 



CH2 





PAGE 2 -A 




RN 500012-28-2 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] hexahydro-4- 
(2-thienylmethyl)- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 




PAGE 2 -A 
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H 



RN 500012-29-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4-[ (4, 10-dihydro-l-methylpyrazolo [3 f 4- 
b] [1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl ] methyl] -4- (2- 
thienylmethyl) - (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 





RN 500012-30-6 CAPLUS 

CN Cyclopropanecarboxylic acid, 2- [ [4- [ [ [ [4- [ (4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl ) carbonyl] -2- 
methylphenyl] methyl] amino] carbonyl] hexahydro- 1H-1, 4-diazepin-l-yl] methyl] - 
, ethyl ester, ( l'R, 2R) -rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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10/541,460 





RN 500012-31-7 CAPLUS 

CN Cyclopropanecarboxylic acid, 2- [ [4- [ [ [ [ 4- [ (4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl] amino] carbonyl] -1-piperazinyl] methyl] -, ethyl ester, 
(lR,2R)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



O 




OEt 




RN 500012-32-8 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-aminoethyl ) -N- [ [4- [ (4, 9-dihydro-l- 

methylpyrazolo[3, 4-e] pyrido [3, 2-b] [ 1, 4 ] diazepin-5 ( 1H) -yl ) carbonyl] -2- 
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methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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CH2-CH2-NH2 
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RN 500012-33-9 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (3-aminopropyl) -N- [ [4- [ (4, 9-dihydro-l- 

methylpyrazolo [3, 4-e] pyrido [3, 2-b] [1, 4] diazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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PAGE 1-A 



(CH2)3-NH 2 
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NH 
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RN 500012-34-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [2- (1- 
piperidinyl) ethyl]- (9CI) (CA INDEX NAME) 



Page 207 



10/541,460 



PAGE 1-A 





RN 500012-35-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 9-dihydro-l-methylpyrazolo [ 3, 4- 

e]pyrido[3,2-b] [1, 4] diazepin-5 (1H) -yl) carbonyl] -2 -methylphenyl] methyl] -4- 
[2- (1-piperidinyl) ethyl]- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 





RN 500012-36-2 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ [4, 10-dihydro-l- (phenylmethyl) pyrazolo [3, 4- 
b] [ 1, 5] benzodiazepin-5 ( 1H) -yl] carbonyl] -2-methylphenyl] methyl] -4- (2- 
hydroxyethyl)- (9CI) (CA INDEX NAME) 
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PAGE 1-A 



CH2-CH2-OH 
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NH 
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RN 500012-37-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl ) carbonyl] -2-methylphenyl] methyl] - (9CI) (CA 
INDEX NAME) 
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PAGE 1-A 




PAGE 2-A 




RN 500012-38-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b ] [ 1 , 5 ] benzodiazepin-5 ( 1H ) -yl ) carbonyl ] -2-methylphenyl ] methyl ] - 4-me thyl- 
(9CI) (CA INDEX NAME) 
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PAGE 1-A 

Me 
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RN 500012-39-5 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4-ethyl- 
(9CI) (CA INDEX NAME) 
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PAGE 1-A 
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RN 500012-40-8 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4-propyl- 
(9CI) (CA INDEX NAME) 
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PAGE 1-A 
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RN 500012-41-9 CAPLUS 

CN 1-Piperazinecarboxamide, 4-butyl-N-[ [4-[ (4, 10-dihydro-l-raethylpyrazolo [3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] - (9CI) (CA 
INDEX NAME) 
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PAGE 1-A 



n-Bu 
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PAGE 2 -A 




RN 500012-42-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl ] -4-pentyl- 
(9CI) (CA INDEX NAME) 
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PAGE 1-A 



(CH2)4~Me 




C=0 




RN 500012-43-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3,4- 

b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] -4-hexyl- 
(9CI) (CA INDEX NAME) 
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PAGE 1-A 



(CH 2 )5-Me 
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RN 500012-44-2 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl ) carbonyl] -2-methylphenyl] methyl] -4- (3- 
methylbutyl)- (9CI) (CA INDEX NAME) 
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PAGE 1-A 



CH2-CH2-CHMe2 
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RN 500012-45-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3 
b] [1, 5]benzodiazepin-5 (1H) -yl ) carbonyl ] -2-methylphenyl] methyl] -4 
methylbutyl)- (9CI) (CA INDEX NAME) 
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Me 
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RN 500012-46-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4-[ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl ] -4- (2- 
ethylbutyl)- (9CI) (CA INDEX NAME) 
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CH2~ CHEt2 
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RN 500012-47-5 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (3, 3- 
dimethylbutyl)- (9CI) (CA INDEX NAME> 
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CH2- CH2-CMe3 
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RN 500012-48-6 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (cyclohexylmethyl) -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo[3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl ) carbonyl] -2- 
methylphenyl ] methyl ] - (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 





RN 500012-49-7 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
propenyl)- (9CI) (CA INDEX NAME) 
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RN 500012-50-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3 f 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2-methyl- 
2-butenyl)- (9CI) (CA INDEX NAME) 
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PAGE 2 -A 




RN 500012-51-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4 f 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4-phenyl- 
(9CI) (CA INDEX NAME) 
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RN 500012-52-2 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ ( 4 , 10-dihydro-l-methylpyrazolo [ 3 
b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] -4 
methoxyphenyl) methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-53-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [ [2- 
(hydroxymethyl) phenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-54-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [ [4- 
(hydroxymethyl) phenyl] methyl]- (9CI) (CA INDEX NAME) 



Page 227 



10/541,460 



PAGE 1-A 




PAGE 2 -A 




RN 500012-55-5 CAPLUS 

CN Benzoic acid, 4- [ [4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]-l-piperazinyl]methyl]-, methyl ester (9CI) (CA INDEX NAME) 
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RN 500012-56-6 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2 -methylphenyl] methyl] -4- [ [2- 
(l,2,3-thiadiazol-4-yl)phenyl]methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-57-7 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl ] -4- [ [3- 
(l,2,3-thiadiazol-4-yl)phenyl]methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-58-8 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl ] -4- [ [4- 
(l,2,3-thiadiazol-4-yl)phenyl]methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-59-9 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3,4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
furanylmethyl)- (9CI) (CA INDEX NAME) 
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RN 500012-60-2 CAPLUS 

CN 1-Piperazinecarboxamide, N-[ [4-[ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [ [5- 
(hydroxymethyl) -2- furanyl] methyl ] - (9CI) (CA INDEX NAME) 
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RN 500012-61-3 CAPLUS 

CN 2-Thiophenecarboxylic acid, 5- [ [ 4- [ [ [ [ 4- [ ( 4 , 10-dihydro-l- 

methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl] amino] carbonyl] -1-piperazinyl] methyl] -, methyl ester 
(9CI) (CA INDEX NAME) 
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RN 500012-62-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4 
(hydroxymethyl)-2-thienyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-63-5 CAPLUS 

CN 2-Thiophenecarboxylic acid, 3-chloro-4- [ [4- [ [ [ [4- [ (4 , 10-dihydro- 1- 
methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl] amino] carbonyl] -1-piperazinyl] methyl] - , methyl ester 
(9CI) (CA INDEX NAME) 
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RN 500012-64-6 CAPLUS 

CN 1-Piperazinecarboxamide, 4- [ [4-chloro-5- (hydroxymethyl) -3-thienyl] methyl ] - 
N-[ [4-[ (4,10-dihydro-l-methylpyrazolo[3,4-b] [ 1, 5] benzodiazepin-5 ( 1H) - 
yl)carbonyl]-2-methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-65-7 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ ( 4 , 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- ( 1H- 
pyrrol-2-ylmethyl)- (9CI) (CA INDEX NAME) 
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RN 500012-66-8 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4-[ ( 4 , 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [ (1- 
methyl-lH-pyrrol-2-yl) methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-67-9 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (1H- 
imidazol-2-ylmethyl)- (9CI) (CA INDEX NAME) 
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RN 500012-68-0 CAPLUS 

CN 4-Thiazolecarboxylic acid, 2- [ [ 4- [ [ [ [ 4- [ ( 4 , 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl] -1-piperazinyl] methyl]-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 500012-69-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [ [4- 
(hydroxymethyl) -2-thiazolyl] methyl] - (9CI) (CA INDEX NAME) 
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RN 500012-70-4 CAPLUS 

CN 3-Isoxazolecarboxylic acid, 5- [ [ 4- [ [ [ [ 4- [ ( 4 , 10-dihydro-l- 

methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl] amino] carbonyl] -1-piperazinyl] methyl] -, methyl ester 
(9CI) (CA INDEX NAME) 



Page 243 



10/541,460 



PAGE 1-A 



MeO— C 




CH2 

6 

N 

i 

C=0 

I 

NH 





PAGE 2 -A 



500012-71-5 CAPLUS 

1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
pyridinylmethyl)- (9CI) (CA INDEX NAME) 
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RN 500012-72-6 CAPLUS 

CN 2-Pyridinecarboxylic acid, 6- [ [4-[ [ [ [4-[ ( 4 , 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl] -1-piperazinyl] methyl]-, methyl ester (9CI) (CA INDEX NAME) 
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PAGE 1-A 
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RN 500012-73-7 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl ] methyl] -4- [ [6- 
(hydroxymethyl) -2-pyridinyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-74-8 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4 - [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
oxopropyl)- (9CI) (CA INDEX NAME) 
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RN 500012-75-9 CAPLUS 

CN 1-Piperazinecarboxamicle, N- [ [4-[ ( 4 , 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (3- 
oxobutyl)- (9CI) (CA INDEX NAME) 
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RN 500012-76-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4-[ (4 , 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [2- 
methylphenyl)-2-oxoethyl]- (9CI) (CA INDEX NAME) 
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RN 500012-77-1 CAPLUS 

CN 1-Piperazinepropanoic acid, 4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]-, methyl ester (9CI) (CA INDEX NAME) 
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RN 500012-78-2 CAPLUS 

CN 1-Piperazinepropanoic acid, 4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]- (9CI) (CA INDEX NAME) 
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RN 500012-79-3 CAPLUS 

CN 1-Piperazinebutanoic acid, 4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]-, methyl ester (9CI) (CA INDEX NAME) 
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RN 500012-80-6 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-cyanoethyl ) -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-81-7 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-azidoethyl ) -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-82-8 CAPLUS 

CN 1-Piperazinecarboxamide, 4- [2- [ ( cyclopropylcarbonyl ) amino] ethyl] -N- [ [4- 
[ (4, 10-dihydro-l-methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) - 
yl)carbonyl]-2-methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-83-9 CAPLUS 

CN Cyclopropanecarboxylic acid, 2- [4- [ [ [ [4- [ (4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl] amino] carbonyl] -1-piperazinyl] ethyl ester (9CI) (CA 
INDEX NAME) 
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RN 500012-84-0 CAPLUS 

CN 1-Piperazinecarboxamide, 4- [2- (acetyloxy) ethyl] -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-85-1 CAPLUS 

CN 1-Piperazinecarboxamide, 4- [2- (benzoyloxy) ethyl] -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-86-2 CAPLUS 

CN 4-Pyridinecarboxylic acid, 2- [4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepine 5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]-l-piperazinyl] ethyl ester (9CI) (CA INDEX NAME) 
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500012-87-3 CAPLUS 

1-Piperazineacetamide, N-cyclopropyl-4- [ [ [ [4-[ ( 4 , 10-dihydro-l- 
methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 ( 1H) -yl ) carbonyl] -2- 
methylphenyl] methyl] amino] carbonyl] - (9CI) (CA INDEX NAME) 
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RN 500012-88-4 CAPLUS 

CN 1-Piperazineacetic acid, 4-[ [ [ [4-[ ( 4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]-, 1-methylethyl ester (9CI) (CA INDEX NAME) 
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RN 500012-89-5 CAPLUS 

CN 1-Piperazineacetic acid, 4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl ] amino] carbon 
yl]-, cyclopropylmethyl ester (9CI) (CA INDEX NAME) 
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RN 500012-90-8 CAPLUS 

CN 1-Piperazinecarboxamide, 4- ( 3-aminopropyl ) -N- [ [ 4- [ ( 4 , 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-91-9 CAPLUS 

CN 1-Piperazinecarboxamide, 4- [2- (diethyl amino) ethyl] -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 500012-92-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl ] methyl] -4- [2- (4- 
morpholinyl) ethyl]- (9CI) (CA INDEX NAME) 
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RN 500012-93-1 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [ 1, 5] benzodiazepin-5 ( 1H) -yl ) carbonyl] -2-methylphenyl] methyl] -4- [2- ( 1- 
pyrrolidinyl) ethyl]- (9CI) (CA INDEX NAME) 
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RN 500012-94-2 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (4- 
hydroxybutyl)- (9CI) (CA INDEX NAME) 
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RN 500012-95-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (4- 
hydroxy-2-butenyl) - (9CI) (CA INDEX NAME) 
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RN 500012-96-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (4- 
hydroxy-2-butynyl)- (9CI) (CA INDEX NAME) 
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RN 500012-97-5 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [ l f 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
hydroxybutyl)- (9CI) (CA INDEX NAME) 
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RN 500012-98-6 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4 - [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
hydroxy-3-phenylpropyl) - (9CI) (CA INDEX NAME) 
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RN 500012-99-7 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ ( 4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (3-fluoro- 
2-hydroxypropyl)- (9CI) (CA INDEX NAME) 
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500013-00-3 CAPLUS 

1-Piperazinecarboxamide, N- [ [4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1,5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4 - (2, 3*- 

dihydroxypropyl)- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
hydroxy-3-methoxypropyl)- (9CI) (CA INDEX NAME) 
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RN 500013-02-5 CAPLUS 

CN 1-Piperazinecarboxamide, N-[ [4-[ ( 4, 10-dihydro-l-methylpyrazolo [ 3 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4 
hydroxy-3- (1-methylethoxy) propyl]- (9CI) (CA INDEX NAME) 
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RN 500013-03-6 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
methoxyethyl) - (9CI) (CA INDEX NAME) 
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RN 500013-04-7 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [ 4- [ ( 4 , 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
ethoxyethyl)- (9CI) (CA INDEX NAME) 
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RN 500013-05-8 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [2- (2- 
methoxyethoxy) ethyl] - (9CI) (CA INDEX NAME) 
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RN 500013-06-9 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [2- (2- 
ethoxyethoxy) ethyl] - (9CI) (CA INDEX NAME) 
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RN 500013-07-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1,5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [2- 
(phenylmethoxy) ethyl]- (9CI) (CA INDEX NAME) 
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RN 500013-09-2 CAPLUS 

CN 1-Piperazinecarboxamide, 4- [ (3-hydroxyphenyl) methyl] -N- [ [2 -methyl- 4- (5H- 
pyrrolo [2, 1-c] [ 1, 4] benzodiazepin-10 ( 11H) -ylcarbonyl ) phenyl] methyl] - (9CI) 
(CA INDEX NAME) 
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CN Benzoic acid, 4- [ [4- [ [ [ [2-methyl-4- (5H-pyrrolo [2, 1-c] [1, 4 ] benzodiazepin- 
10 (11H) -ylcarbonyl) phenyl] methyl] amino] carbonyl ] -1-piperazinyl] methyl] 
methyl ester (9CI) (CA INDEX NAME) 
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RN 500013-11-6 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-hydroxyethyl ) -N- [ [2 -methyl- 4- (4H- 

pyrazolo[5, 1-c] [1, 4] benzodiazepin-5 (10H) -ylcarbonyl ) phenyl] methyl] - (9CI) 
(CA INDEX NAME) 
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RN 500013-12-7 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (1, 5-dihydro-6H-pyrido [ 2 , 3- 

b] [1, 5]benzodiazepin-6-yl) carbonyl] -2 -methylphenyl] methyl] -4- [ (3- 
hydroxyphenyl ) methyl ] - (9CI) (CA INDEX NAME) 
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500013-13-8 CAPLUS 

1-Piperazinecarboxamide, N- [ [4- [ ( 1, 5-dihydro-6H-pyrido [2, 3- 

b] [1, 5] benzodiazepin-6-yl) carbonyl] -2-methylphenyl] methyl] -4- (2-oxopropyl) - 
(9CI) (CA INDEX NAME) 



RN 
CN 



Page 285 



10/541,460 



PAGE 1-A 

0 

II 

CH2-C- Me 

i 

9 




C=0 



PAGE 2 -A 




H 



RN 500013-14-9 CAPLUS 

CN 1-Piperazinecarboxamide, 4- ( 3-aminopropyl ) -N- [ [4- [ ( 1, 5-dihydro-6H- 

pyrido [2, 3-b] [1, 5] benzodiazepin-6-yl) carbonyl] -2-methylphenyl] methyl] - 
(9CI) (CA INDEX NAME) 
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RN 500013-15-0 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-aminoethyl) -N- [ [4- [ ( 1, 5-dihydro-6H- 

pyrido [ 2 , 3-b ] [1,5] benzodiazepin- 6-yl ) carbonyl ] -2 -me thylphenyl ] methyl ] - 
(9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- (2-hydroxyethyl ) -N- [ [2 -methyl- 4- (pyrido [2, 3- 
b] [1, 5] benzoxazepin-6(5H)-ylcarbonyl) phenyl] methyl]- (9CI) (CA INDEX 
NAME)" 
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CN 1-Piperazinecarboxamide, N-[[4-[ ( 1, 5-dihydro-6H-pyrido [2 , 3- 

b] [1, 5]benzodiazepin-6-yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
hydroxyethyl)- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N-[[4-[ ( 1 , 5-dihydro-6H-pyrido [2, 3- 

b] [ 1, 5] benzodiazepin-6-yl) carbonyl] -2-methylphenyl] methyl] -4- ( 4-hydroxy-2- 
butenyl)-' (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (1, 5-dihydro-6H-pyrido [2, 3- 

b] [1, 5]benzodiazepin-6-yl) carbonyl] -2-methylphenyl] methyl] -4- (3-fluoro-2- 
hydroxypropyl) - (9CI) (CA INDEX NAME) 
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RN 744200-14-4 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-cyclopropylethyl ) -N- [ [4- [ (4 f 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 ( 1H) -yl ) carbonyl] -3- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- (2-cyclopropylethyl) -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 744200-16-6 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl ] methyl] -4- [ [2- 
(hydroxymethyl) cyclopropyl] methyl ] - (9CI) (CA INDEX NAME) 



Page 294 



10/541, 460 



PAGE 1-A 

HO- CH2 




PAGE 2 -A 




744200-17-7 CAPLUS 

1-Piperazinecarboxamide, 4- ( cyclopentylmethyl ) -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo[3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl ] methyl]- (9CI) (CA INDEX NAME) 
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CN l-Piperazinecarboxamide f 4- (cyclobutylmethyl ) -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- (cyclopropylmethyl ) -N- [ [4-[ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
fluorophenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 744200-20-2 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (cyclobutylmethyl ) -N- [ [4-[ ( 4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2- 
fluorophenyl] methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [2-chloro-4- [ (4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] phenyl] methyl ] -4- 
(cyclopropylmethyl) - (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [2-chloro-4- [ (4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] phenyl] methyl] 
(cyclobutylmethyl)- (9CI) (CA INDEX NAME) 
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RN 744200-23-5 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (cyclopropylmethyl ) -N- [ [4-[ ( 4 , 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -3- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 744200-24-6 CAPLUS 

CN 1-Piperazinecarboxamide, 4- ( cyclobutylmethyl) -N- [ [4-[ ( 4 , 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -3- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- (cyclopropylmethyl ) -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl ) carbonyl] -3- 
fluorophenyl] methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- (cyclobutylmethyl ) -N- [ [4-[ (4 , 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -3- 
fluorophenyl ] methyl ] - (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [3-chloro-4- [ (4 , 10-dihydro-l- 

methylpyrazolo[3, 4-b] [ 1, 5] benzodiazepin-5 ( 1H) -yl ) carbonyl] phenyl] methyl] 
(cyclopropylmethyl) - (9CI) (CA INDEX NAME) 
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RN 744200-28-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [3-chloro-4- [ ( 4 , 10-dihydro-l- 

methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] phenyl ] methyl] -4- 
(cyclobutylmethyl) - (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- (cyclobutylmethyl) -N- [ [4-[ ( 4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -3- 
methoxyphenyl] methyl]- (9CI) (CA INDEX NAME) 
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RN 744200-30-4 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (cyclobutylmethyl ) -N- [ [4- [ (4, 10-dihydro-l- 

methylpyrazolo [ 3 , 4-b ] [1,5] benzodiazepin-5 ( 1H ) -yl ) carbonyl ] phenyl ] methyl ] - 
(9CI) (CA INDEX NAME) 
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RN 744200-31-5 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl ) carbonyl] -2-methylphenyl] methyl] -4- [ (2R) -2- 
methylbutyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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CN 1-Piperazinecarboxamide, 4- (cyclopropylmethyl) -N- [ [4- [ ( 4 , 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
ethylphenyl ] methyl ] - (9CI) (CA INDEX NAME) 
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IT 500013-33-2P 500013-34-3P 500013-35-4P 
500013-43-4P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(preparation of substituted pyrazolo-fused benzodiazepine analogs as 
oxytocin agonists and vasopressin antagonists) 
RN 500013-33-2 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [ [ [ [2 -methyl- 4- [ (5, 6, 7, 8-tetrahydro-4H- 
thieno [3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl] amino] carbonyl] 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxylic acid, 4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]- f 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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RN 500013-35-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] - , 
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hydrochloride (9CI) (CA INDEX NAME) 
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CN Carbamic acid, [2- [4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]-l-piperazinyl] ethyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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AB Title compds . I [Gl = amino, fused polycyclic group; Rl-3 = H,. alkyl, 

alkoxy, F, CI, Br; R4 = H, alk (en/yn) yl, Ph, etc.; XI = O, NH; n = 1-2; m 
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product reduced to the corresponding aminomethyl derivative (MeOH, CoC12, 
NaBH4), coupled to tert-Bu piperazine-l-carboxylate (DMF, i-Pr2NEt, CDI), 
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deprotected (dioxane, 4N HCl) and reductively alkylated with 
cyclopropanecarboxaldehyde (THF, Et3N, NaCNBH3) to give II. I are 
selective and potent oxytocin agonists useful in the treatment of erectile 



dys function. 
















.QQ_ 

zf z? 


*± r 


snnni 9- 


• n 0- 
u u 


- HP 

u r 


cnnm 9- 

D U U U J.Z 


. n i - 

Ul 


-1 D 

1 r 


snnm 9- 


09- 


9P 
c. r 


snnni 9- 


• n i- 


- ^ p 
or 


cnnm 9- 

DU UU1Z 


U4 


"4 


snnm ?- 


n^- 

UJ 


J r 


Rnnm 9- 

DUUU1Z 


ub~ 


Dr 


cnnni o 
DU uuiz- 


m 
u / 


7 D 


^nnm 9- 


OR- 


ftp 


^nnni 9- 

DUUU1Z 


.HQ 

uy- 


Q D 

-y r 


c n nn i o 
DU uu iz 


i n 
1U- 


9 D 

Z r 




11- 


9P 

O C 


^nnn 1 9_ 

DUUU -LZ 


-1 9 
J.Z 


A D 
4 r 


cnnm o 
DUUU1Z 


i q 
•lo 


C D 

Or 


JUL) 


. 1 4 _ 
J.4 


or 


^ nnni 9- 

D UUU J.Z 


.1 ^ 

J.D 


. 7 D 

/ r 


cnnm o 
D UUU iz- 


i c 


ft D 

or 


cnnm 9- 

JUL) U1Z 


1 7- 
1 / 


QP 


cnnni o 

DUUUIZ - 


1 Q 

i y- 


1 ID 

'lr 


cnnm o 
DUUU1Z- 


o n 

zu- 


A r> 
•4P 


snnm 9- 

JUUUIl 


91- 


■ RP 
D lr 


cnnni 9 

DUUU1Z 


zz- 


•Or 


cnnm o 
DUUUIZ - 


9 9 

Z o- 


9 D 


cnnm 9- 

JUU U1Z 


94 - 


ftp 


cnnni 9 

DUUU 1Z 


o c 

Z D- 


• y r 


cn nn i o 
DU UU 1Z- 


9 £ 

Z b- 


n d 
Ur 


c.nnni 9- 

JUUUIl 


97- 


1 p 

J. c 


DUUU1Z 


9 ft 

Z o 


9 D 
Z r 


cnnni o 
DU UU1Z- 


9 Q 

z y- 


9 D 

or 


^.nnn i 9- 

JUUU J.Z 


jU 


£P 

or 


cnnni 9_ 

D U U U J.Z 


. ^ 1 _ 


7 D 
/ r 


c n n m o 
DU UU 1Z - 


9 9 

oZ- 


ft D 

■ o r 


cnnm 9- 

JUUUl^ 


99- 
O O 


QP 


cnnni 9_ 

DUUU±Z 


•o4 _ 


n d 
Ur 


c n n m o 
DU UU IZ- 


9 C 

oD- 


1 D 

lr 


tnnm 9- 


jO 


9 P 

Z IT 


cnnni 9- 

DUUU1Z- 




. "3 "D 

■or 


cnnni o 
DUUU1Z- 


9 Q 

oo- 


A D 

'4 P 


cnnni 9_ 
Duuu iz 


jy~ 


Or 


c nnni o 
D UUU 1Z- 


/i n 
4 U- 


Q O 

or 


cnnni o 
DUUU1Z- 


A 1 

■41- 


•yp 


c n n m o 
DUUU1Z- 


4Z- 


nn 
Ur 


cnnni o 
DUUU1Z- 


A 1 

4o~ 


i n 

lr 


cnnni o 
dUUUIz- 


•44- 


ZP 


duuuiz- 


>1 C 


9 D 

or 


c n n m o 
DUUU1Z- 


4 b- 


A r> 
4 P 


c n n m o 
bUOOlz- 


•47- 


C r» 

•5P 


DUUU1Z - 


/l Q 

40- 


Or 


cnnni o 
DUUU1Z- 


4 y- 


/ P 


cnnm o 
DUUUlZ- 


c n 

dU- 


n n 
UP 


c nnm o 
duuuiz- 


C 1 

DX- 


1 D 

lr 


cnnni o 
DUUUlZ- 


c o 
DZ- 


ZP 


cnnni o 

dOOuIz- 


c o 

■53- 


3P 


DUUU1Z- 


c a 
D4~ 


4r 


cnnni o 
DUUUxZ- 


c c 
DD- 


c r> 
DP 


cnnni o 

duouiz- 


c «c 
56- 


bP 


c n n ni o 

duuuiz- 


c t 
D 1 ~ 


/r 


cnnni o 
DUUUlZ- 


c o 
58- 


oP 


500012- 


c n 

59- 


9P 


c n n n i o 

duuuiz- 


bU- 


9 r> 

ZP 


cnnni o 

duuuiz- 


^ i 
ol- 


3P 


cnnni o 

dOOOIz- 


■62- 


4P 


c n n n i o 
5UUU12- 


63- 


C Ti 

DP 


DUOOlZ- 


64- 


6P 


500012- 


65- 


7P 


cnnni o 
5UUU1Z- 


OD- 


O T> 

or 


dOUUIz- 


6 /- 


9P 


500012- 


68- 


OP 


cnnni o 


oy- 


lr 


cnnni o 
DUUUIZ- 


n n 

/u- 


4P 


dUUUIz- 


71- 


5P 


jUUUI^- 


/Z- 


br 


cnnni o 

duuuiz- 


/ o- 


/ r 


cnnni o 
DUUU1Z- 


/ 4- 


oP 


DUUU 1Z _ 


1 C 


y r 


cnnni o 

duuuiz- 


/ b- 


n n 
UP 


cnnni o 
DUUUlZ- 


/ /- 


1 T» 
IP 


cn nm o 
du uu iz- 


7 ft 


9 D 

Zr 


cnnni o 
DUUU1Z- 


/y- 


or 


cnnm o 
DUUUlZ- 


o n 
o U- 


bP 


cnnm 9_ 

DU UU1Z 


ft 1 


7 o 
/r 


cnnni o 
DUUU1Z- 


Q O 

oZ- 


Q D 

or 


cnnm o 
DUUUlz- 


Q 9 

oo- 


y P 


c n nm 9- 

jUUUIZ 




no 
Ur 


cnnm o 
DUUU 1Z- 


Q C 

oD- 


1 D 

lr 


cnnni o 
DUUU1Z- 


o b- 


9 t) 

Zr 


cnnni 9- 
juuuiz 


R7- 


jr 


cnnm o 
DUUU 1Z- 


ft ft 
o o — 


A D 

4 r 


cnnni o 
DU UU 1Z- 


o y— 


C D 

Dr 


^n nn i 9_ 

DUUUXZ 


Qn_ 


ft o 
O r 


cnnn i o— 
DUUU 1Z 


Q 1 

y i 


Q D 

y r 


cnnm o 
DUUU Iz 


Q 9 

yz— 


n d 
Ur 


cnnm 9- 

DUUU _LZ 




1 D 

j.r 


cnnni 9— 
DUUU ±z — 


Q A 

y 4— 


Zr 


cnnm o 
DUUU 1Z- 


Q C 

y d— 


9 D 

or 


DU UU IZ - 


q a 

y b- 


4 r 


cnnm 9_ 
DUUU iz— 


Q7 

y f — 


CD 

Dr 


cn n m o 
DU UU IZ 


Q ft 

y o— 


Or 


500012- 


99- 


7P 


cnnm q 
DUUUlo- 


n n 

uu- 


or 


cnnm o 
DUUUlo- 


n i 
Ul- 


4P 


500013- 


02- 


5P 


500013- 


03- 


6P 


500013- 


04- 


7P 


500013- 


05- 


8P 


500013- 


06- 


9P 


500013- 


07- 


OP 


500013- 


08- 


IP 


500013- 


09- 


2P 


500013- 


10- 


5P 


500013- 


11- 


6P 


500013- 


12- 


7P 


500013- 


13- 


8P 


500013- 


14- 


9P 


500013- 


15- 


OP 


500013- 


16- 


IP 


500013- 


17- 


2P 


500013- 


18- 


3P 


500013- 


19- 


4P 


500013- 


20- 


7P 


500013- 


21- 


8P 


500013- 


22- 


9P 


500013- 


23- 


OP 


500013- 


24- 


IP 


500013- 


25- 


2P 


500013- 


26- 


3P 















RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of substituted pyrazolo-f used benzodiazepine analogs as 
oxytocin agonists) 
RN 500011-99-4 CAPLUS 

CN l-Piperazinecarboxamide f N- [ [2-methyl-4- [ (5, 6, 1, 8-tetrahydro-4H-thieno [3, 2- 
b]azepin-4-yl)carbonyl]phenyl]methyl]-, hydrochloride (9CI) (CA INDEX 
NAME) 
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RN 500012-00-0 CAPLUS 

CN 1-Piperazinecarboxamide, 4- ( cyclop ropylmethyl ) -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepine 5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl ]-, hydrochloride (9CI) (CA INDEX NAME) 
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NH 
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RN 500012-01-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- 
(phenylmethyl)- (9CI) (CA INDEX NAME) 
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RN 500012-02-2 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [ (3- 
hydroxyphenyl) methyl]- (9CI) (CA INDEX NAME) 
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PAGE 1-A 
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RN 500012-03-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl ) carbonyl] -2-methylphenyl] methyl] -4- [ [3- 
(hydroxymethyl) phenyl] methyl]- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 





RN 500012-04-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (4- 
pyridinylmethyl) - (9CI) (CA INDEX NAME) 
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10/541, 460 



PAGE 1-A 





RN 500012-05-5 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1,5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
hydroxyethyl)- (9CI) (CA INDEX NAME) 
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PAGE 1-A 



CH2~ CH2~ OH 




C=0 




RN 500012-06-6 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [3- 
( methyl thio) propyl]- (9CI) (CA INDEX NAME) 
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PAGE 1-A 



(CH 2 )3-SMe 




PAGE 2 -A 



RN 500012-07-7 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-aminoethyl) -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [ l f 5] benzodiazepin-5 ( 1H) -yl ) carbonyl] -2- 
methylphenyl] methyl] dihydrochloride (9CI) (CA INDEX NAME) 
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PAGE 1-A 




CH2-CH2-NH2 
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>2 HC1 



RN 500012-08-8 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl ) carbonyl] -2-methylphenyl] methyl] hexahydro-4- 
methyl- (9CI) (CA INDEX NAME) 
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PAGE 1-A 



Me 




c=o 




RN 500012-09-9 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 9-dihydro-l-methylpyrazolo [ 3, 4- 

e]pyrido [3, 2-b] [1, 4] diazepin-5 (1H) -yl) carbonyl] -2 -methylphenyl] methyl] 
(2-hydroxyethyl) - (9CI) (CA INDEX NAME) 
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PAGE 1.-A 



CH2~ CH2~ OH 
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RN 500012-10-2 CAPLUS 

CN . 1-Piperazinecarboxamide, N- [ [2-chloro-4- [ (5, 6, 7, 8-tetrahydro-4H-thieno [3, 2- 
b]azepin-4-yl)carbonyl]phenyl]methyl]-4-methyl- (9CI) (CA INDEX NAME) 
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PAGE 1-A 

Me 




C=0 

I 

NH 
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RN 500012-11-3 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, N- [ [2-chloro-4- [(5,6, 7 , 8-tetrahydro-4H- 

thieno [3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl ] hexahydro- 4 -methyl- ( 9CI ) 
(CA INDEX NAME) 
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PAGE 1-A 

Me 




C=0 



PAGE 2 -A 




RN 500012-12-4 CAPLUS 

CN 1-Piperazinecarboxamide, 4-butyl-N- [ [ 2 -methyl- 4- [ (5, 6, 7, 8-tetrahydro-4H- 
thieno[3,2-b]azepin-4-yl)carbonyl]phenyl]methyl]- (9CI) (CA INDEX NAME) 
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10/541,460 




PAGE 2 -A 




RN 500012-13-5 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-methylbutyl) -N- [ [2-methyl-4- [ (5,6,7,8- 

tetrahydro-4H-thieno [3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl] - (9CI) (CA 
INDEX NAME) 
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PAGE 1-A 



Me 




PAGE 2 -A 



RN 500012-14-6 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (cyclopropylmethyl) -N- [ [2-methyl-4- [ (5,6,7,8- 

tetrahydro-4H-thieno[3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl] - (9CI) (CA 
INDEX NAME) 
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500012-15-7 CAPLUS 

1-Piperazinecarboxamide, N- [ [2-chloro-4- [ (5,6,7, 8-tetrahydro-4H-thieno [ 3, 2- 
b]azepin-4-yl) carbonyl] phenyl] methyl] -4- (2-pyridinyl) - (9CI) (CA INDEX 
NAME) 
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PAGE 2 -A 




RN 500012-16-8 CAPLUS 

CN 1-Piperazinecarboxamide, 4-[ [3- (hydroxymethyl) phenyl] methyl] -N- [ [2-methyl- 
4- [ [5,6,1, 8-tetrahydro-4H-thieno [3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl] - 
(9CI) (CA INDEX NAME) 



Page 333 
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PAGE 1-A 
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NH 



CH2 



PAGE 2 -A 




RN 500012-17-9 CAPLUS 

CN 1-Piperazinecarboxamide, 4- [ [5- ( hydroxymethyl ) -2-furanyl] methyl] -N- [ [2- 
methyl-4- [ (5,6,7, 8-tetrahydro-4H-thieno [ 3, 2-b] azepin-4- 
yDcarbonyl] phenyl] methyl]- (9CI) (CA INDEX NAME) 



Page 334 
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PAGE 1-A 



CH2-OH 




PAGE 2 -A 



RN 500012-19-1 CAPLUS 

CN Cyclopropanecarboxylic acid, 2- [ [4- [ [ [ [2-methyl-4- [ (5,6,7, 8-tetrahydro- 
thieno [3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl] amino] carbonyl] -1- 
piperazinyl] methyl]-, ethyl ester, (lR,2R)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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10/541,460 



EtO. 




RN 500012-20-4 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-hydroxyethyl) -N- [ [2 -methyl- 4- [ (5,6,7,8- 

tetrahydro-4H-thieno [3,2-b] azepin-4-yl) carbonyl] phenyl] methyl] - (9CI) (CA 
INDEX NAME) 



CH2-CH2— OH 



PAGE 1-A 



PAGE 2 -A 
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10/541,460 



RN 500012-21-5 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b ] [1,5] benzodia zepin-5 ( 1H ) -yl ) carbonyl ] -2-methylphenyl ] methyl ] hexahydro- 
(9CI) (CA INDEX NAME) 



PAGE 1-A 



H 




PAGE 2-A 



RN 500012-22-6 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] hexahydro-4- 
(2-methylbutyl)- (9CI) (CA INDEX NAME) 



Page 337 



10/541,460 

PAGE 1-A 

Me 
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Et-CH- CH2 




PAGE 2 -A 



RN 500012-23-7 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl ] methyl] -4- (2,2- 
dimethylpropyl)hexahydro- (9CI) (CA INDEX NAME) 



Page 338 



10/541,460 



PAGE 1-A 





RN 500012-24-8 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, 4- (cyclopropylmethyl ) -N- [ [4-[ (4, 10-dihydro- 
l-methylpyrazolo[3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl ] hexahydro- (9CI) (CA INDEX NAME) 
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10/541,460 




PAGE 2 -A 




RN 500012-25-9 CAPLUS 

CN 1-Imidazolidinecarboxamide, 3- ( cyclopropylmethyl ) -N- [ [ 4- [ ( 4 , 10-dihydro- 
1, 10-dimethylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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PAGE 2 -A 




Me 



RN 500012-26-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 9-dihydro-l-methylpyrazolo [3, 4- 

e] pyrido [3, 2-b] [1, 4] diazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] - 4- 
[ (3-hydroxyphenyl) methyl]- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 




PAGE 2 -A 




H 



RN 500012-27-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l, 10-dimethylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- t [3- 
(hydroxymethyl) phenyl] methyl]- (9CI) (CA INDEX NAME) 



Page 342 



10/541,460 



PAGE 1-A 




CH2-OH 



PAGE 2-A 




RN 500012-28-2 CAPLUS 

CN 1H-1, 4-Diazepine-l-carboxamide, N- [ [4- [ (4 , 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] hexahydro-4- 
(2-thienylmethyl)- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 




PAGE 2 -A 




RN 500012-29-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
thienylmethyl)- (9CI) (CA INDEX NAME) 
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PAGE 1-A 




PAGE. 2 -A 



RN 500012-30-6 CAPLUS 

CN Cyclopropanecarboxylic acid, 2- [ [ 4- [ [ [ [ 4- [ ( 4 , 10-dihydro-l- 

methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl] amino] carbonyl] hexahydro-lH-1, 4-diazepin-l-yl] methyl] - 
, ethyl ester, (lR,2R)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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OEt 



RN 500012-31-7 CAPLUS 

CN Cyclopropanecarboxylic acid, 2- [ [4- [ [ [ [4- [ (4, 10-dihydro-l- 

methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl] amino] carbonyl] -1-piperazinyl] methyl] -, ethyl ester, 
(lR,2R)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




OEt 



RN 500012-32-8 CAPLUS 

CN l-Piperazinecarboxamide f 4- (2-aminoethyl) -N- [ [4- [ (4, 9-dihydro-l- 

methylpyrazolo [3, 4-e] pyrido [3, 2-b] [1, 4 ] diazepin-5 ( 1H) -yl ) carbonyl ] -2- 



Page 346 



10/541,460 

methylphenyl] methyl]- (9CI) (CA INDEX NAME) 

PAGE 1-A 

CH2-CH2-NH2 
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NH 
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PAGE 2 -A 




RN 500012-33-9 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (3-aminopropyl) -N- [ [ 4- [ ( 4, 9-dihydro-l- 

methylpyrazolo [3, 4-e] pyrido [3, 2-b] [1,4] diazepin-5 ( 1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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10/541,460 

PAGE 1-A 




PAGE 2 -A 



RN 500012-34-0 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [ 4- [ ( 4 , 10-dihydro-l-methylpyrazolo [3,4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [2- (1- 
piperidinyl) ethyl]- (9CI) (CA INDEX NAME) 



Page 348 



10/541,460 



PAGE 1-A 





RN 500012-35-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4-[ ( 4 , 9-dihydro-l-methylpyrazolo [ 3, 4- 

e] pyrido [3, 2-b] [1, 4] diazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- 
[2-(l-pipefidinyl)ethyl]- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 




PAGE 2 -A 




H 



RN 500012-36-2 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ [4, 10-dihydro-l- (phenylmethyl) pyrazolo [3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl] carbonyl] -2-methylphenyl] methyl] -4- (2- 
hydroxyethyl)- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 





RN 500012-37-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [ 1 , 5] benzodiazepin-5 ( 1H) -yl ) carbonyl ] -2-methylphenyl ] methyl ] - ( 9CI ) ( CA 
INDEX NAME) 
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10/541,460 



PAGE 1-A 



H 




C=0 
NH 




C=0 



PAGE 2 -A 




RN 500012-38-4 CAPLUS 

CN 1-Piperazinecarboxarriide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [l / 5]benzodiazepin-5(lH)-yl)carbonyl]-2-methylphenyl]methyl]-4-methyl- 

(9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 



Me 




C=0 




RN 500012-39-5 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1/ 5] benzodiazepine 5 ( 1H) -yl ) carbonyl] -2-methylphenyl] methyl] -4-ethyl- 
(9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 



Et 




C=0 




RN 500012-40-8 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4-propyl- 
(9CI) (CA INDEX NAME) 
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10/541,460 





RN 500012-41-9 CAPLUS 

CN 1-Piperazinecarboxamide, 4-butyl-N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] - (9CI) (GA 
INDEX NAME) 
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10/541,460 



PAGE 1-A 



n-Bu 




C=0 




RN 500012-42-0 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4-pentyl- 
(9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 





RN 500012-43-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4-hexyl- 
(9CI) (CA INDEX NAME) 
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PAGE 1-A 



(CH 2 )5-Me 
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c=o 




c=o 




RN 500012-44-2 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (3- 
methylbutyl)- (9CI) (CA INDEX NAME) 
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CH2- CH2~ CHMe2 
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RN 500012-45-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3,4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
methylbutyl)- (9CI) (CA INDEX NAME) 
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10/541,460 



PAGE 1-A 

Me 




C=0 



PAGE 2 -A 




Me 



RN 500012-46-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3 f 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl ) carbonyl] -2-methylphenyl] methyl] -4- (2- 
ethylbutyl)- (9CI) (CA INDEX NAME) 
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5 l-Pipr^rinecSboxaroide, N- [ [4- [ (4, lO-dW^KS^ 
b] U?5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] 4 
dimethylbutyl)- (9CI) ( CA INDEX NAME) 
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Me 



5 ^fziLcSboxarnide, 4- (cycloheKylmethyl) -N- [4-[<4. 0-dihydro 

methyIpyrazolo[3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl ) carbonyl] -2- 
"thylphenyllmethyll- (9CI) (CA INDEX NAME) 
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500012-49-7 CAPLUS 10 -dihydro-l-methylpyrazolo [ 3 

propenyl)- (9CI) (CA INDEX NAME) 
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RN 500012-50-0 CAPLUS , . ro . 

CN 1-Piperazinecarboxamide, N- [ [4- [(4,1 0-dihydro-l-methylpyrazolo [3,4- 

b] [l,5]ben Z odiazepin-5(lH)-yl)carbonyl]-2-methylphenyl]methyl]-4-(2-methyl- 

2-butenyl)- (9CI) (CA INDEX NAME) 
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Me 
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RN 500012-51-1 CAPLUS 

CN 1-Piperazinecarboxamide, N-[[4-[ ( 4 , 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4-phenyl- 
(9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl ) carbonyl] -2-methylphenyl] methyl] -4- [ (3- 
methoxyphenyl) methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [ [4- 
(l,2,3-thiadiazol-4-yl)phenyl]methyl]- (9CI) (CA INDEX NAME) 
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furanylmethyl)- (9CI) (CA INDEX NAME) 
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RN 500012-71-5 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl ) carbonyl] -2-methylphenyl] methyl] -4- (2- 
pyridinylmethyl)- (9CI) (CA INDEX NAME) 
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1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3,4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [2- (4- 

methylphenyl)-2-oxoethyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinepropanoic acid, 4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] benzodiazepine (1H) -yl ) carbonyl] -2-methyl P henyl] methyl] amino] carbon 

yl]-, methyl ester (9CI) (CA INDEX NAME) 
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CN 1-Piperazinepropanoic acid, 4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo 3, 4- 

b] [1*5] benzodiazepin-5 (1H) -yl ) carbonyl] -2-methylphenyl] methyl] ammo] carbon 
yl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinebutanoic acid, 4- [ [ [ [ 4- [ ( 4 , 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
* yl]-, methyl ester (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- (2-cyanoethyl) -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 ( 1H) -yl ) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- (2-azidoethyl ) -N- [ [ 4- [ (4, 10-dihydro 
methylpyrazolo[3, 4-b] [ 1, 5] benzodiazepin-5 ( 1H) -yl ) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4-[2-[ (cyclopropylcarbonyl) amino] ethyl] -N- [ [4- 
[ (4, 10-dihydro-l-methylpyrazolo[3, 4-b] [ 1, 5] benzodiazepin-5 (1H) - 
yl)carbonyl]-2-methylphenyl] methyl]- (9CI) (CA INDEX NAME) 



Page 396 



10/541,460 



PAGE 1-A 




PAGE 2 -A 



RN 500012-83-9 CAPLUS 

CN Cyclopropanecarboxylic acid, 2- [4- [ [ [ [4- [ (4, 10-dihydro-l- 

methylpyrazolo[3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl] amino] carbonyl] -1-piperazinyl] ethyl ester (9CI) (CA 
INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- [2- (acetyloxy) ethyl] -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- [2- (benzoyloxy) ethyl] -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo[3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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CN 4-Pyridinecarboxylic acid, 2- [4- [ [ [ [4- [ (4 , 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]-l-piperazinyl] ethyl ester (9CI) (CA INDEX NAME) 



Page 400 



10/541,460 



PAGE 1-A 




PAGE 2 -A 



RN 500012-87-3 CAPLUS 

CN 1-Piperazineacetamide, N-cyclopropyl-4- [ [ [ [ 4- [ ( 4 , 10-dihydro-l- 
methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl] amino] carbonyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazineacetic acid, 4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]-, 1-methylethyl ester (9CI) (CA INDEX NAME) 
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CN 1-Piperazineacetic acid, 4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2 -methylphenyl] methyl] amino] carbon 
yl]-, cyclopropylmethyl ester (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- ( 3-aminopropyl ) -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- [2- (diethyl ami no) ethyl] -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo [3, 4-b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [2- (4- 
morpholinyl) ethyl] - . (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [2- (1- 
pyrrolidinyl) ethyl]- (9CI) (CA INDEX NAME) 
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RN 500012-94-2 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (4- 
hydroxybutyl)- (9CI) (CA INDEX NAME) 
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RN 500012-95-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2 -methylphenyl] methyl] -4- (4- 
hydroxy-2-butenyl) - (9CI) (CA INDEX NAME) 
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RN 500012-96-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [ 1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl ] -2-methylphenyl] methyl] -4- (4- 
hydroxy-2-butynyl)- (9CI) (CA INDEX NAME) 
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RN 500012-97-5 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
hydroxybutyl) - (9CI) (CA INDEX NAME) 
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RN 500012-98-6 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4-[ (4 , 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
hydroxy-3-phenylpropyl) - (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- ( 3-f luoro- 
2-hydroxypropyl)- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2, 3- 
dihydroxypropyl) - (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
hydroxy-3-methoxypropyl)- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [2- 
hydroxy-3-(l-methylethoxy) propyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
methoxyethyl)- (9CI) (CA INDEX NAME) 
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CN . 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2 -methylphenyl] methyl] -4 
ethoxyethyl)- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

' b] [l,5]benzodiazepin-5 (IH)-yl) carbonyl] -2-methylphenyl] methyl] -4- [2- (2- 
methoxyethoxy) ethyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [2- (2- 
ethoxyethoxy) ethyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4-[ (4, 10-dihydro-l-methylpyrazolo [3, 4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] -4- [2- 
(phenylmethoxy) ethyl]- (9CI) (CA INDEX NAME) 
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RN 500013-08-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl ) carbonyl] -2-methylphenyl] methyl] -4- [5- 
(trifluoromethyl)-2-pyridinyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- [ ( 3-hydroxyphenyl ) methyl] -N- [ [2 -methyl- 4- (5H- 
pyrrolo [2,1-c] [ 1, 4 ] benzodiazepin-10 ( 11H) -ylcarbonyl ) phenyl] methyl] - (9CI) 
(CA INDEX NAME) 
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Benzoic acid, 4- [ [4- [ [ [ [2-methyl-4- (5H-pyrrolo [2, 1-c] [ 1, 4 ] benzodiazepin- 
10 (11H) -ylcarbonyl) phenyl] methyl'] amino] carbonyl] -1-piperazinyl] methyl] 
methyl ester (9CI) (CA INDEX NAME) 
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CN l-Piperazinecarboxamide f 4- (2-hydroxyethyl ) -N- [ [2-methyl-4- (4H- 

pyrazolo[5, 1-c] [ 1, 4] benzodiazepin-5 (10H) -ylcarbonyl ) phenyl] methyl] - (9CI) 
(CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ ( 1, 5-dihydro-6H-pyrido [2, 3- 

b] [ 1, 5] benzodiazepin-6-yl) carbonyl] -2-methylphenyl ] methyl] -4- [ 
hydroxyphenyl) methyl]- (9CI) (CA INDEX NAME) 
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1-Piperazinecarboxamide, N- [ [4- [ ( 1, 5-dihydro-6H-pyrido [2, 3- 

b] [1, 5] benzodiazepin-6-yl) carbonyl] -2 -methylphenyl] methyl] -4- (2-oxopropyl ) - 
(9CI) (CA INDEX NAME) 
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RN 500013-14-9 CAPLUS 

CN 1-Piperazinecarboxamide, 4- ( 3-aminopropyl ) -N- [ [4- [ ( 1, 5-dihydro-6H- 

pyrido [2, 3-b] [1, 5] benzodiazepin-6-yl ) carbonyl] -2-methylphenyl] methyl] - 
(9CI) (CA INDEX NAME) 
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RN 500013-15-0 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-aminoethyl) -N- [ [4-[ ( 1, 5-dihydro-6H- 

pyrido [2, 3-b] [1, 5] benzodiazepin-6-yl ) carbonyl] -2-methylphenyl] methyl] - 
(9CI) (CA INDEX NAME) 
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RN 500013-16-1 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-hydroxyethyl) -N- [ [2-methyl-4- (pyrido [2, 3- 
b] [l^lbenzoxazepin-etSHJ-ylcarbonyDphenylJmethyl]- (9CI) (CA INDEX 
NAME) 
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CN 1-Piperazinecarboxamide, N- [ [4- [ (1, 5-dihydro-6H-pyrido [2, 3- 

b] [1, 5]benzodiazepin-6-yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
hydroxyethyl ) - (9CI) (CA INDEX NAME) 
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RN 500013-18-3 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ ( 1, 5-dihydro-6H-pyrido [2, 3- 

b] [1, 5]benzodiazepin-6-yl) carbonyl] -2-methylphenyl] methyl] -4- (4-hydroxy-2- 
butenyl)- (9CI) (CA INDEX NAME) 
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RN 500013-19-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (1, 5-dihydro-6H-pyrido [2, 3- 

b] [1, 5] benzodiazepin-6-yl) carbonyl] -2-methylphenyl] methyl] -4- (3-f luoro-2- 
hydroxypropyl)- (9CI) (CA INDEX NAME) 
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RN 500013-20-7 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- (cyclopropylmethyl) -, [2-methyl-4- [ (5, 6, 7, 8- 
tetrahydro-4H-thieno [3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl ester (9CI) 
(CA INDEX NAME) 
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RN 500013-21-8 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [2-chloro-4- [(4,6,7, 8-tetrahydro-5H-thieno [3, 2- 
c] azepin-5-yl) carbonyl] phenyl] methyl] -4=- (2-hydroxyethyl ) - (9CI) (CA INDEX 
NAME) 
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RN 500013-22-9 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (6, 7-dihydro-5H-pyrrolo [1,2- 

a] [1, 5]benzodiazepin-5-yl) carbonyl] -2-methylphenyl] methyl] -4- (2- 
hydroxyethyl)- (9CI) (CA INDEX NAME) 
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RN 500013-23-0 CAPLUS 

CN l,5-Diazocine-l(2H)-carboxylic acid, 5- [ [ [ [ 4- [ { 4 , 10-dihydro-l- 
methylpyrazolo [ 3, 4-b] [ 1, 5] benzodiazepin-5 ( 1H) -yl ) carbonyl] -2- 
methylphenyl] methyl] amino] carbonyl] hexahydro-, phenylmethyl ester (9CI) 
(CA INDEX NAME) 
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RN 500013-24-1 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4 , 10-dihydro-l-methylpyrazolo [ 3, 4- 

b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -3- fluorophenyl] methyl] -4- [ (3,5- 
dihydroxyphenyl) methyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxamide, 4- (cyclopropylmethyl ) -N- [ [4- [ (4, 10-dihydro-l- 
methylpyrazolo[3, 4-b] [ 1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 



Page 439 



10/541,460 

PAGE 1-A 




NH 





RN 500013-26-3 CAPLUS 

CN 1-Piperazinecarboxamide, 4- (2-aminoethyl) -N~ [ [4- [ ( 4 , 10-dihydro 
methylpyrazolo[3, 4-b] [1, 5] benzodiazepin-5 ( 1H) -yl ) carbonyl] -2- 
methylphenyl] methyl]- (9CI) (CA INDEX NAME) 
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IT 500013-33-2P 500013-34-3P 500013-35-4P 
500013-43-4P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of substituted pyrazolo-f used benzodiazepine analogs as 
oxytocin agonists) 
RN 500013-33-2 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [ [ [ [2 -methyl -4- [ {5,6,1 , 8-tetrahydro-4H- 
thieno [3, 2-b] azepin-4-yl) carbonyl] phenyl] methyl] amino] carbonyl] -, 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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RN 500013-34-3 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3,4- 
b] [1, 5] benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]-, 1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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RN 500013-35-4 CAPLUS 

CN 1-Piperazinecarboxamide, N- [ [4- [ (4, 10-dihydro-l-methylpyrazolo [ 3, 4- 
b] [1, 5]benzodiazepin-5 (1H) -yl) carbonyl] -2-methylphenyl] methyl] 
hydrochloride (9CI) (CA INDEX NAME) 
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RN 500013-43-4 CAPLUS 

CN Carbamic acid, [2- [4- [ [ [ [4- [ (4, 10-dihydro-l-methylpyrazolo [3, 4- 

b] [1, 5] benzodiazepin-5 ( 1H) -yl) carbonyl] -2-methylphenyl] methyl] amino] carbon 
yl]-l-piperazinyl] ethyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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AB The invention relates to novel compds . (R1X1X2X3X4 ) -X5- (X6X7X8X9R2 ) (I) , 

which are tryptase inhibitors, and their pharmaceutically acceptable salts 
and N-oxides, as well as their uses as therapeutic agents, and methods of 
their preparation [wherein X5 = (hetero) cycloalkylene, (hetero) arylene; X4, 
= bond, alkylene; XI, X9 = bond, CO, C02, OCO, CONR3, NR3CO, etc.; R3 = H, 
alkyl, cycloalkyl; X3, X7 = CO, C02, OCO, CONR3, NR3CO, etc.; X2, X8 = 
(hetero) alkylene and/or cycloalkylene; Rl = amino, amidino, guanidino, 
certain N-heterocycles , etc., with optional (hetero) alkylene or other 
bridge; R2 = amino, 1-iminoethyl, methylamino, or certain N-heterocycles , 
with required or optional alkylene or other bridge]. The compds. are 
useful for treating a variety of conditions, including asthma, rheumatoid 
arthritis, and conjunctivitis. For instance, tert-Bu 4-[(4- 
guanidinobenzyl ) carbamoyl] -1-piperazinecarboxylate trif luoroacetate 
underwent deprotection with CF3C02H and amidation with 
cis-1, 5-cyclooctylene chlorof ormate 4- ( tert-butoxycarbonyl ) -1- 
piperazinecarboxylate (77%), followed by a second deprotection and 
reaction with tert-Bu 4- (2-isocyanatoethyl) -1-piperidinecarboxylate, to 
give title compound II. Compds. I inhibited human tryptase in vitro with 
IC50 in the range of 0.0001 to 41 pM. 

IT 202978-07-2P 202978-08-3P 202978-09-4P 
202978-10-7P 202978-11-8P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of cyclooctylene bis (piperazinecarboxylates ) and analogs as 
tryptase inhibitors) 
RN 202978-07-2 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4-[ [ [ [4-[ (aminoiminomethyl) amino] phenyl] methy 
1] amino] carbonyl] -, [4- [ [4- [ [ [2- (4-piperidinyl) ethyl] amino] carbonyl] -1- 
piperazinyl] carbonyl] phenyl] methyl ester (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxylic acid, 4- [ [ [ [4- [ (aminoiminomethyl ) amino ].phenyl] methy 
1] amino] carbonyl] [4- [ [4- [ [ [3- ( 4-piperidinyl ) propyl] amino] carbonyl] -1- 
piperazinyl] carbonyl] phenyl] methyl ester (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxylic acid, 4- [[[ [4- [ (aminoiminomethyl ) amino] phenyl] methy 
1] amino] carbonyl] [4-[[4-[[[4- (4-piperidinyl) butyl] amino] carbonyl] -1- 
piperazinyl] carbonyl] phenyl] methyl ester (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxylic acid, 4- [ [ [2- ( 4-pipericiinyl ) ethyl] amino] carbonyl] -, 
[4- [ [4- [ [ [ [4- [ (aminoiminomethyl) amino] phenyl] methyl] amino] carbonyl] -1- 
piperazinyl] carbonyl] phenyl] methyl ester (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboxylic acid, 4- [ [ [3- (4-piperidinyl) propyl] amino] carbonyl] 
, [4- [ [4- [ [ [ [4- [ (aminoiminomethyl) amino] phenyl] methyl] amino] carbonyl] -1- 
piperazinyl] carbonyl] phenyl] methyl ester (9CI) (CA INDEX NAME) 
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